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■ (57) Abstract: Indole- derivatives of general formula (1)- or salts 
thereof; drugs containing the derivatives or the salts as the active 
ingredient; and intermediates for the preparation of the same: 
[wherein R 1 is an amino-protecting group or COR 8 (wherein R 8 is 
( 1 ) aryl or the like); R 2 is H, alkyl, aryl, or the like; R 3 is cyano, -COR 9 

(wherein R 9 is H, alkyl, or the like), or S(0) 0 -R 12 (wherein R 12 is 
alkyl, aralkyl, aryl, or the like; and n is an integer of 0 to 2); and 
R 1 R 4 , R 5 , R 6 and R 7 are each independently H, all<yl, alkynyl, aralkyl, 

alkoxy, aralkyloxy, halogeno, trifluoromethanesulfonyloxy, aryl, or 
the like]. The compounds (1) or salts thereof exhibit an excellent 
chymase activity and are useful as preventive or therapeutic drugs for circulatory diseases, inflammation, immunologic diseases, 
allergic diseases, eye diseases, complications of diabetes, collagen disease, and obesity. 



BEST AVAILABLE COPY 



(57) W$3: 



ft <7> 5£ ( 1 ) 




( O ) R " ( r i r* , R I2 f2 7^#/uI, 7" 7 A' /v- X % T y — ?v 
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WO 01/32621 PCT/JPOO/07590 

m m m 

>ytf>y/-y>!i^^>t:i;oT7>^f>y>l (OTA I 
O) ifi£j&V* 2 £\Z7>i?*T>i'>3m#& (OTACEiV^) tdcfcD> 

7>^^->'»ii (OT rAiu ici^&sn, judaic 

©iDUg^iiafilS&HSS-SS z\ tic: J; D , ifliJEJi#SM^-r-5*r^^:#JE%® 

.to, &%wmmz>t>ffiMffi„ mmmm. stw^mm^sk^mmmmizi^ 

ut^Si^Ca^Ttfc (Hypertension, Vol. 13,706-71 1, 1989) . 

^'^^^©^tHifii^^ffl^: a i zmmisrcm'cDi&mtfA c EWSSraafe 

TKT^i: (J. Hypertension , Vol. 2, 277-284, 1984) . Sfc, fit ffl^tet NiL^T? 

© a 1 1 g£iig w c *s t , a c e mmm-v mm s n^fo^/h s < > 
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-t'J>yn5FZ— Ifia^Jfcctt) 8 0%^i$i$tl5ilt&lffibfc (Circ. Re 
s., Vol. 66, 883-890, 1990) . ZtlZOZ £fr AC ER^© AI 

£$fr2n£g^T&5££;0^JBJ§b*: (J. Biol. Chem. , Vol. 265, 22348-22357) » 
tot, tfia#^J«ACE(Cfe#L^UAII<Z)S^^«JMb, <bM-$| 

m&ffrmmm, mpummftftmn (gvh) ^ mmm. &m<Dmmm* &m 

»f*^^T— eifi«WfcWUTtt» nn*T?»c*^-\/u >il^#: (WO 9 6/ 
0 4 2 4 8 WO 9 7 / 1 1 9 4 1 ^&#g, #g{§¥ 9-3 10 6 1^ 

$B) , ^>l/^lJ-'>^ OKU (WfflW- 10-87493 ^$g, 

ti¥l 0-1 0 1 66 6§^i) . 7i7 -JUXfil'iift (»10- 
8 7 5 6 7#&«) ^«ftSntV»5*t, Vi-rnt>BB*±jSffl$n-5ST{C« 
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— jess (2) i?^i*n%^>}!-jmmm^(Dmm*mtetiti.z>z£&n<iiii>. 

IP'S, #fgBJ3te> TfSO-fiSS: (1) 



C5t*K R'tt75/riSXtt-COR j (CIZIT, RHiSmS^WbT^Tfe 

-M-^iL.: R%y7/S. —COR 9 R 9 tt7K^JE-?-> 
l/Tt»Tt)J:l»7ma, —OR 10 (Hut?, R' 0 ****^, T;WUSX 
H77MMS^t) Xtt-COR" HT, R"«gm*^WbXViTfe 

tt-S (O) n -R 12 (ucT, R I! B7J^M, T?)V3r)Vm. lll^fb 

-n-«0~2©S^^^-T) R\ R 5 , R 6 RLKR 7 «|^— XttS^^-XV> 
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£5kU R 3 tty7;i, —COR 9 (CIJIT, R 9 «7K?SifCT> gm*£WL-W 

T%><kVi7;^;P*» -OR' 0 (CICl?, R ,, tt7KSSJSB% 

;P^;PSS^-r) Xtt-COR" R M te«&££#L<Ttr>"rfc«ktr>7 

(O) „-R 12 (ddt?, R IJ tt7JWH, 77i^iH, iMSflT^T 
t> J: W U -MX(iIIl$tlt^TfeJ:^ / srD7 U -;W*£^U n tt 
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bum. yj/s, tHD^/S, *^+yX, T;u3^->*;^n;i/*, y 
ttstft**^rbT^T*>«fc^>'^n7;^y>**-r «au r\ r 5 , r 6 ^ 

R 7 tt|WlB#{C7K^^T«75:Vi) . ) 

*ftWik&®*m-?— JRA (1) *K R'fcbjcatiir?. 7sy§ilx»-c 
OR 8 (dCIT. R 8 «g^»^^LTV^TfectVi7U->lUS, flMfe2£&*TbTV> 
T%j;^Afa7U-;H^t) ^^T. 

JILT'S #glclK*i*H&7^«©#»3&^^ 
t e r t -ys^y^^-Jk ^>^;W^^*;PaH-;Hf3S«*WF&ns. 

-G-0.R-»}i-^-T-,- ^^^sM^M-U-a-iX-^xT'. U — JU&tLt .. 

Ttt. l~5flO*ife3£&^rbT^T"b«k^5ti»[6-'l 4 0*lXtt2fS© 

a/^f0APy7C,. t 7;PW) , Aoy>jgf (flAfcHfiaasr?, 7y 
mm*. **JBF5H» . -hn*. tFn+->S, #;M^->«, r;Hn^->;*7 
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)V) , i/jyS, M^^LT^Tfc^ViTSyS (MZ-teT-i;, i?*?-)V 
75 7^©C H 7M^7$/, ^>y;P75yf077JWI/75y, 7-fe3=- 

)V*-)vt^;. x^>x;^z;i,7$ o7MM^*-jb75 y , ^> 
s;k T-k^;k ynt^-;K ^>^;i,^) . r-s (o) „- (R«a^ 

□^^cdc,. 6 t;pzi^-» , x;h>75 h» (mfc£7;;k*>7ii k, n 

5 b\ N-»7W>7S K, N— t e r t -^)VX)V^s>7 5 K^ON 

5Ff©N-C H! 7D<j^>75F) . 7Sy*;^S 
7$y;*7;kfc;k N-yw$y*j^-;k n-iws y#;ktf-;k 

^7 5 y A j^^j^®7 7;^P7 $ y , liSstiTUTfe 

n 7'J-M >"j;k ^x-;k trnu;k ^7^7-yj;k tru>> 

75y7x-^s, 3-^y?;kT5/-2-y^;k7x-;^ 4-^h^> 
7x-;us, 4-^DD7i-;^s|fstK 
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^■7V/'J;U«. **1J-V/U;^ ?7y7yj;H, fh^/Um tf'J^v 

— fcf^v-;^ ^W7'J;H, ^>'/firjn, "Oi/^rv/iuu 
^it>jn;u». ^tyj-M, "»/u-;w*, -f >Hu^at, -rvony 

tW!/U 3^7 '777 U 5~6M0^n7'J -JPgrtW £ bVi. 

T)V*)V. h u 7MP^fjPf®An^; c,_ 6 y;Mr;M£) , AD^'>Jgf 

7)Vn3r*sl3 )),•&•=.)]& (MZMOi+Tfru**/-* M ~>7 
/*, BJfca£&WUWT'b<fcV>75y£ (0»J*.fcf7S/» y^WS/fO 

■HKiC (1) X« (2) R 2 «7jc^M^ H«|*?feWUTViT i b«k^7;P 

- ^mxa^-j—. )vg&-7F&* 

t e r t -y^PS, n - ^>^;H#CD^ic 1-5 ©iMHXtt^Kttl©7JU 

*;pjK3^<f*uvi. £ne«i~i o®©B**£WbTv>T s &«fc<* #ra>sB 

iStUTlt /\Dt*>If (fll*.^*^, 7 5/#JHW , -hPl, t 
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;WS, 2, 2-y7MDI^H, 2, 2, 2-h'j7MDI?;H, ^> 

7x-M, ^e^us^W ens, 

'-*5t (1) Xte (2) R'ttyJ/S, -COR 9 (uCT, R 9 «*^0 

^xttiili^tbT^TfeJ:^/;^;^ -or 10 (^^-e, R J, tt**iiC 
t^^x^^;!/^;^^^) , —cor" (c^-e, R'HiB&S 
bx <^t h £ v>7 s y sxras&»&w it v>t t> £ imvtT s y 

T) ) xte-s (o) „-r 12 (c^t, R'Htrjv^-jvm, T7)v*)vm. mm 

CIT, -COR'^^ViT, R 9 -e^^n^©^*WbTViTfeck^7;^ 
^*tbT«R 2 T^b7t ! fo©i:|^lil ! b<Dt)©^^e,nS^, 

-COR 9 ^ -OR ,0 {C*3ViTR 1D T^^n^7;^;P*<i:LT^ R 9 t^ 

-cor 9 *. -oR^z^TR^-v^n^ry^JV&tvx^ mMWL 
^7i-;hc, ( 7;WWtb<, i#(c^>^;p*, 2-7x^;i/x^i/S 
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aylittn 7$y»oi, c,. 6 t;^;p, c H ->^o7Mik x'j-;u 

^^X$yS, yX^TS/l, tert-»75ySf© 
-COR't, -COR , H~&^TR 1, T^$n3g&X£WbT^Tfccfc^gt 

-s (o) ..-R'nc^^iTR^-cr^^n^T;^;^ 77;^jh, mm& 

x;UX, ^h^>7i-M. *M^y7iZJH, 75/*M-^7i^ 
-S (O) n -R n <Dft£V\,mtlsXfo. **>x;i/#x;P£, 7X-MJ1/ 

*x;i-s> ^v^i/TJi^x^i, eus^;ui^x;f^ 

(1) Xtt (2) 4», R 4 . R 5 , R 6 &tfR 7 te, ^-XttSftoTlrJT 
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9 u7)V>r (fib« ^ (2) R\ R 5 , R 6 &tfR 7 telTO£ 

;p^s> r;^*^*;^-;^ tu-;ps m«7i- 

1 — 8 (DMMXit^-^iM(OT)Vn^m^mf fen**** uO^SMt 1 ~ 5 
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i>*^$f^L<, #K^>v;M-*->«. 2-7x'JH5 1 JI/^yl^Wt 

/\D^>^«hLT^. 7ynirp, tisM^ lynmc^ 3*ymmwmf 
en> ci<7)5^, ^j^wjf^u^o 
7;io^>#;i^x;i/S«h lth ^m^: i~8 ot;hi^->^;p#— ;us# 

7>*->;*j;ktfx;i^ t e r t -zf Y*ris*)Vi£~)vmm&mi 

77Mj^y*j^^Mt ltd mm& i~6 <DT)]/^u>m^v 
3^K*»6~i 4©r9; w^*v-*;^-jp**«^f en, u®^7x- 

TM/'TJUibTH ^ici~8©7;^y<;p**^fe»n. ma« 
7W;i/&, ^ntf^-— ;p», 7^u;i^ ntxu;i^ga*#tf ens., 

m^^vx^xh^T^y&t^xit, 7$;i©i, r;u*y-r;k 
^>\AY;kD<£-5&7->;i/S, 7;^j^;^-M (^jA^^>y;;i/^-;K 
x^>x;w^;k ^D/t>x;^-;^) % tu-;px;1/*^;us (fcis.fcM 
>-if>7.;u*n;k p - h;i/x>7;;^— ;k ^-7^u>^;ush— ;i^¥) Ocfc^ 

- 5&5yW^VS,- - 1- e-r- *-^++^3WW?^ r < > V)Vtt ;u^ - ;k 
*CD £ 5 ft 7 5 / rilf^tfc 7 5/ s^* w <=> . 

«SiS*^rLT^"rfe«fcv»7'j-;i/^w KaiL-os. #*asjgc6~i 4cd7 



n 
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II15ttT^T% J; t^faj 'J bTtt, ftifnR'WR't^J 
«2, 4 (1H, 3H) -^^/U>^>-3-<;WS. kTU^», bTUS* 

75 y sx^j^^ yif f>ns. 

%® (1) {C^ViT«0~4Sm^ (2) \Z~D^Xfel~4W&fotf£ 

lX2gm#0:&3^#W2;L<, #K 5&- 1 

(i) x\z (2) otiiiTH M^W{cfF^$n§^-e^n« 
#^jn$n^^^ mxte «) ant, a^fc (a) 
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(A' ) 7>=E-VAM. ) h*) *^)l>75.>. h'Jx^ 

^o*-f>, y^>-»75X N-^>i^l/-/3 -7i^Jk75>, 1 -X 
7it5X N, N' -y^>yjHfl/>y7S>/^i*^ifIISt© 

^mmit^m (i) ^b<« (2) xtt^nso^i*«faMco^c»-r. 

#^<fc^i (l) ^U<« (2) xtiftieolt^i, itSct^^lfi^ 

^mit^m\^ sxTizm-rmmm 1 2 o mm-?* z 

1 ] 

*5£Wfc&®j (i) xte (2) r 3 ^-s (o) „-R ,J -e£^t-£-^ 

(i-A) , (i-B) . (i-c) (i-D) kmToiSKcfcoggsg-r 

- §-E-t^=e#-5-. — 
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(1-D) 

C5£*, R', R 2 > R 4 , R 5 , R 6 , R\ R ,2 Rtfntt, WfB<h|W| C t> <Z>£^ 
To } 

"ffcfr-fe, 7^U>ii# (A) Xtt7x-/VtF7y>^ (B) 

xtt^f>F-^«** <c) fciH5eisc»£U cnftx;^-/ Nbi-*^^fc* 
^mmoxt^m (i-a) s^^t^ts. 

Sttfb^* (l-A) fcJBUT, &gK£0 3&OX;P7W FWlfi® 
N-T^mifoCtiaD, *5BW©^* (1-B) , (1-C) Rtf 

(i-D) &s«g-rac. 

y-vymmfe (a) ©awnsjstt, «*.wwis£tt (a) s^-r^a-^ 
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R^huxwsx ^<V7 p ae;ux^;i/7 5>, 1, 8 -^7+ft:->£o 

[5. 4. 0] <j7>THz> (DBU) U£(D&ot^mm&mV>ft1£T. 'Oil 
7i-^kF7y>if# (B) ©SMfcSJ&Wu fclAfcffl:^ (B) £*frj£T 

5a-ft*;^^M'&i (D) x^y— ;k yo/v-Jk 

t e r t ;-)Vm<D7)Vn-)Vmm*¥, SS~2 0 0t, Iff U<tt5 0 
—1 2 0t)T,- 1 0#~7 2-«FWv #£b<fctl~l .MMKJS^&Cifc.t 

Mi* u ^A/it;0ck5/c!;ftm ; -r h u ^a* h*-> b\ -r h u oax 

->b\ AUW-ter t -^H^vH^<i:©a;3^^-hU^A7;i-3^r->Hfj: 
A&£(Dcfc5&x-7\>Ni ; 7-t hxh'j;k N, N-y/fMM7 = 
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-5 or~2 o o*c, a?i;L<;teo < c~i o otx-, i o#~7 2mm* £?£L- 
sfcj&M^-^ a^e / ii7 :*;m&& £<DW««fb«^«Kb7K^ft 

-3 0 e C~10 0'C> $?£L<te- 1 Ot-tiSl?, 10^-7 2^1. 

N-T->;HbS^tt, ®^»T>-;HbS^ mfcffc^ (i-a) 

5iA7< FcDck^&^teibSnfcMi:, ykmitV^V A, TK^b^- h U ^A, 

*m{tij)v>"yj*tji£<D& o tz&mimocm •; « u ?v a, ?jc^{b^- h u o 

A, TK^b^U^A, mm^-hU^A, ^*U^A, M^Hrv^A&^cfc-S 
ft&$£S&gt ; ^ h U "^A* h^-> h\ h U ^AX h^v h\ ti U t e r 

t --jy^y }tfc£<D£ ofci-hV VATlVn^zs K 3 tf U 
X 4 5^1/75 /tf'Jv'X fcTnUX N, N-^W-iJX N — 
^HJ^iJ>, ^W73X hUX^;UT5>, ^y^Ph!;i/x^i/ 

75>, l. 8-^Tift*->^p [5. 4. o] ^>^-fe> (dbu> m&mm 
&m<D&&TFxmm&T, i^fi^x ^dd^m, M^si. ^pp 

5 H^©*^D h>ttffii4»«Xtt»l6x5 t ;i/^-0»ii+, -50 — 20 
Or. ffSKttO- 1 0 CCT, 10^-7 2mm. £?£b<tel~ 1 2B# 
it -5 £ £ (C et D ff "5 ZL t ^Tfit S . 

ck^ 0 
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(1) X« (2) <Do*>, RW-COR'-V&Zit^VO (1- 
E) Rtf (1-F) «OTc0Xg^ckDI3itt-?)C:i:^-e#^o 




(i-E) (1 _ F) 



CsS*. R !, }i-COR s ^L. R'» R 2 . R\ R 5 , R 6 £LtfR'«, ButEi^D 

;Wb-rs^^tc:j;0 3^ctc-coR 9 ^Wf ^>fb-&^i (i-E) ^#^>^t^-e 

^n^-N-TzyMttnmt^ (i-f) £$gjrr&z:£#n?#£>o sfc, 

R 3 #*->7ygT"&£'ft£-$!fcL —COR 9 (R'tt-OR'^SS) ^^A^, il 

#J*J;f, R^JcmiC^T V i 1 sme i e rS^Ht^, N, 

-y^f»A75 FmomU*. - 3 0 — 1 0 0 < CT1~2 4Rtr4^^ 
£ -It £ £ t \Z J: D ff o Z t X % Z> o 

~(G)-^tt&V-)\<P~n-V-^^ M£.. 

x— -7;k ^S-S >*0x— FJmhV" y-feV ;* F;PxF7wdr h >#©T F 

>Si, 7-fe hx h 'J )Vm<Dl$7u h >tt«tt»jB|EXttft»X^;Mf ©j*fi|f , - 

»C^-r*75>iRI*©ft#T, 1 0 #~ 7 2°!^ »£L<fcfcl~l 2P#W 
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m<D5-h>mme>mmtp, -30-100=01?, i~2 4mfflfcfo-£^z>z\t\z 
fc-sm (i-E) <DN-TisMtKfote. mm&i-zm^zntcbcDLmmo) 

^rT^-fb^T'^D, ^CD^tC^D^-T^^i^lr^S (J. Org. Chem., 
59, 6372-6377(1994) , Chem. Pharm. Bull. , 38(9), 2459-2462 (1990) . mmm<k£ 

mz. R 4 ~R 7 ©Mti^^\ M^a^wbT^Tfe^viTU-;^ mmm* 
T*$>z>fc&w&nz>M&\zte, ^uxtiyyj>^K^m^^z\nz^omm 

(c* ) &mizmbfn& &,ToKm^,nz^>omm 



1 
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p 7 u i*n&£ & ^ u t t *> «t i > 7 -;m * ^ b , m »4?k*jr^ . 

mm?, U3^AJR% /\ny*>MIX(«-B (OR 13 ) 2 (ililT, R"tt 

7K^m^xni£i^7;u^;us*^-r) &$su r\ r\ R^tXR^iiwiBin 

rfcta^, IC&m (O £^Tfc^B9 (F) 

mfcmz\z±.$zKfc3:(D{k'&<®} (f) oM#m u^a, /\Dy>Mio 

^>-tf>> h;px>, >>x^;Ux— f h7kh'D77>, 
*+f->, 7-feh-h'j;k N, N-y^^*M7S F^OWttliSt. X 
-/^r;U$t#, 6£fg#, »^b<ttA°^> 5 ^A^(D#ftTC : fT7i307&W^b 
I*, ifc, M**-B (OR 13 ) 2 -B (OR 13 ) ^il^MtTfei 

v*) ^>-fe*>» MUxx ^x3^x-^t;k fh7tHo7 

;K x^y— ;k ^n/t/-;k >>;<h*x^>, TK^oJgm^— fe^VHijg 
-Smm** —y>rM&#s iff L<«A7V^A^#:©|f«T> h'J 

x^;u7^>, i?^v7n¥)\,ji^)i7$>m<D}mm&E.WLT5.>M. rn.rn.ti 

U^A, KtBfc^-hU^A, gMW-hU^A, IkSHiv^A, e*^U^A. 7jc^ 
-^#^^-zKK^^jL^XA^-*K0:*.Ji U.iXA» jdc§fefk^ji«iA^02Mtt^S>_ . 
asswi, e:n57;u*u^«lSo7Ji/3^->K^s©«iipt«ksifiStt^#Tfc 

>3L-^)\,m<Dmffl&W]f&l&(D&l£T, 0 ~ 1 50t, b < 1 2 

0 Tf fir & -5 © 56 W * b V i . 
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^ Bvmm^&mtfzn. »^L<it^mm^ Bomm^T'&z, 

tf-ZnCl^ -MgCli, -CuClS, -BC1,!, -ZnBrS, 
-MgBrS, -CuBrS, - B B r £>n, R ,3 <h LTfctzRiflJiB^ 

(*=Fji<m, <v^o« ^#tf<=>fts„ £7c, -b (or 13 ) 2 
b\ mjt;mp;ux;i^-^a, y7;w7;R-7AA7-f k TK^fb 

£.0\ZZ$l<DX)V7J F^OtlfeON-T^HbOBU^ToTfeckV^^ TIE 
<£>Rjfti£2T^£*l££5k:. 3®L<DX)V7j bitlkTf 1 fiL<DN -Ti^JHtO)^. 

Kft^2 
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(G) (H) (1-B') 



C5£+. X, R 5 \ M, R\ R\ R\ R 6 > R^Rtf R'Hiii&fEtll Cfc©£^ 

assist an*. 
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**Wffr&tt (1) Xfl*©I4EI t LTftfflt5«^, Sit, MiSJl^O 
tffc2^©0S<hLTfck yPtfI/>^U3-;k ^'Jx^l^>^ijn-;K *-u 

s. cicd^^^m^^, e&jffau mmm. ?utai» &w&m<DWtom&*>tt 

JSOS#©fc«)©HJgag)Wi:LTtt» X7'±)U??L mi fffl* mm, mmm 

m. m\msim\(D^\z\t. mwm&h&^vnzo $mRzftim\zi*M\zm 
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its mmm. -imai. mvm. mvmmoffinhfti&htt&Tzz 
*nmt&m (i) xte^cDmotk^mte, a*sn*^«ioit«, &w 

0. l~100mg/kg, MO. 5-5 0mg/kg*iffSl/K £fc> 

Bff a <t o z\ <d— a m & 2 ~ 4 in \z#m l t s-^-r s c 1 t> t ^ s . 
#*#ll (1) 

l-7xrjW-2-yn/w> (fls^ttl) 

ft7xy-;i'2 7. 5gt^nn7th>23. lg^y^DD^^ 
> 3 0 0 m Wzmffihtzo JfcfcTU^.-f f fcfJkX^JkT: 5>3 2.- 3 g CD 
y^oa/^>gi5 Oml §40MTbfc. -t©«Ri&T? 1 6^pW8H^U 
7c. »IKS:«JETC«*bfc. lS^7A7 07h (->UA^V; ^/ooM 
A) fcftLT±l3'ffc'&<»*4 1. 5g#L 

tt# : JMMtttttt 

■H-NMR(CDC1 3 ) <5 : 2. 28(3H, s), 3. 67(2H, s) , 7. 20-7. 23(lH,m), 

7^-26=-7.-35 (4H^m)- 

###| 1 ( 2 ) - (10) 

##091 (1) fcEMIIfcLT. RT£> (iktr®2) - (ft^KilO) £f#fc„ 
##^J1 (2) 

1- (4-hh , D^->7x-m) -2-7"o/V> Wb#*»2) 
IS* : 7 7. 5 - 7 8. 0"C 
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'H-NMR(CDC1 3 ) 6 : 2. 29 (3H, s) . 3. 48(2H, s), 6. 67 (2H, d, J=9Hz), 



7.23(2H,d, J=9Hz) 



(3) 

2- (2-^7^1:;^) ^Ifl Ut&M3) 
: SSfiffr* 
MjA: 1 5 8. 5 - 1 5 9*C 

'H-NMR (DMSO-d 6 ) 6 : 2. 24(3H, s). 4. 02(2H, s) , 7. 22 (1H, t, J=8Hz), 
7. 26 (1H, d, J=8Hz) , 7. 89 (1H, d, J=8Hz) , 7. 94 (1H, t, J=8Hz) 
##0U (4) 

1- (2-\£Vi?)V2-i*) -2-^n/V> (fc£4t)4) 

'H-NMR (CDC 1 3 ) (5 : 2. 31 (3H, s) , 3. 97 (2H, s) , 6. 97 (1H, t, J=5Hz) , 
7. 21 (1H, d, J=8Hz) , 7. 47 (1H, t, J=8Hz) , 8. 35 (1H, d, J=5Hz) 

mmmi (5) 

1- (3-^^->7x-m) -2--7°PAV> Wfr&4&5) 

'H-NMR (CDC 1 3 ) 5 : 2. 27 (3H, s) , 3. 66 (2H, s), 3. 78 (3H, s) , 6. 73-6. 75 (1H, m) , 
6.86-6.91(2H,m),7. 19(1H, t, J=8Hz) 
###J1 (6) 

'H-NMR (CDC 1 3 ) 5 : 2. 24 (3H, s), 3. 11 (2H, s), 3. 68 (2H, s), 7. 24-7. 34 (5H, m) 
###11 (7) 

l- (4-^fJl/7ir:m) -2-7*n/v> (fc^7) 



'H-NMR (CDC 1 3 ) (5 : 2. 26 (3H, s) , 2. 31 (3H, s) , 3. 61 (2H, s) , 7. 1 0 (2H, d, J=8Hz) , 
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7. 26 (2H, d, J=8Hz) 
#%0»J1 (8) 

l-7i-;^-3, 3-i?*3 L )V79>-2-*> (4__*„8) 
tt« : 

'H-NMR(CDCl 3 ) 6 : 1 . 18(9H, s) , 3. 94(2H, s) , 7. 21 (1H, t, J=7Hz) , 
7. 27 (2H, t , J=7Hz) , 7. 38 (ZH, d, J=7Hz) 
##09 1 (9) 

1- (4-^DD7i=;pft) -2-yn/\V> tt__„9) 

'H-NMR(CDC1 3 ) <5 : 2. 26 (3H, s) , 3. 64 (2H, s) , 7. 26 (4H, s) 
#%0»J 1 (10) 

1- (4-^DD7i-m) -2-79 J > (4__-$>10) 

'H-NMR(CDC1 3 ) -5 : -1 . 06 (3H, t , J~8Hz) , 2. 61 (2H, q,,J=8Hz) , 3. 66 (2H, s) , 
7. 22-7.29 (4H,m) 
2 

4-75^71 — ^ > yJPX7f;P < _ _*& 1 1 ) 

4-~hD7i^Hi5. 4g, MU7A4. 2g$y^fJ^ 
A7S. K80ml Ml? 2 0„jft#Lfc&. ^>y^7P5 H 3. 

4m^#^^4-l:tK4-7Jtf»^.J.^^^^ 
7jc2 0 0mK 3%m&7mj-b , )<y&2 0 Oml . 0. 3%MlOOml, 

i?PM7Kl0 0mlT^tfc. lilttMlCilbfc. SI_KIX- 

______ __________ _________ 

#&. 

■H-NMR(CDC1 3 ) <5 : 3. 78 (2H, s) , 5. 1 6 (2H, s) , 7. 27-7. 40 (5H, m) , 
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7. 45 (2H, d, J=9Hz) , 8. 19 (2H, d, J=9Hz) 

ftfft 5 . 5 g £X;$? 2 0m 1 2 Om 1 \ZtiQ%.T 3 6 XMB. 2 m 1 £ 

5^2. 7 gOI^/-«2 0 ml tfh7kHO77>20ml 2:iJD*-T 
3 0#SI#Lfc. S^i^T^ofc©-eSiC3 6%M0. 5ml£jbD*.T 
3 05>i#Uc. t7-fht*iilL -fe^-f M£y-nnzfc;PAl 0 Om 1T?& 

mt^^2. 7g#fc. 

'H-NMR(CDC1 3 ) <5 : 3. 56 (2H, s) , 3. 63 (2H, brs) , 5. 12 (2H, s) , 6. 65 (2H, d, J=8Hz) , 
6. 97 (2H, d, J=8Hz) , 7. 28-7. 37 (5H, m) 
#5t#J3 (1) 

4- (yx.—AXA*-)]/*^)]') T~ U > (M12) 

ft7i;-J|/5ral tp-zho^>y;V7n5 Fl 0. 6g^y7DO^ 
^ > 5 0 m 1 izmmVTzo 7K^Tv< V ~fu \d)VJL^)V7 5 > 6 . 4 5 g £fffiT 
IL $^l:tfi-e4 2WW;. 1. 5%li3 0 0mlT?»L^ ^ 

D^>-tf>£ll. 7 7g#feo 
'H-NMR(CDC1 3 ) <5 : 4. 14(2H, s), 7. 20-7. 32(5H,m), 7. 38(2H, d, J=8. 5Hz), 
8. 12(2H,d, J=8.5Hz) 

4- (7i-W^fiW XhD^>f>4. 9g^^DO^^>150 
m 1 IzmffiVfro fcl$TlZm-?nnm$:M,mm8. 6 g£iP;tT, 1*0^-7:3 0 
#££>IC^ST 3 0^^b7t o 3 h'J7A2 0 0mlx3HI, 

i . 5 %mm i o om i T-mfrhtco mmm^mmzmmLtco sitbx-T- 
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>*f>£5. 5 g'#fc, 
'H-NMR(CDCl 3 ) <5 : 4. 41 (2H, s) , 7. 30(2H, d, 1=8. 5Hz), 7. 45-7. 55 (2H, m) , 
7. 62-7. 70 (3H, m) , 8. 14 (2H, d, J=8. 5Hz) 

mftl 5 g£x^/— ;U3 Om 1 <h7K2 Om 1 icUOTlT 1 8%IS6m 1 £Jjn 
AT8 0"CT?1 Oftm.W\sTzo Z\Z\\ZA- (7i-^;i/*r;M5 1 ;W XhP 
^>-ti>5. 5 g/ia^h^t h*P77>2 3 Om 1 £}jn*.T£ £>KX:$7 7 -;U 
3 Om 1 £*n«2B#TO#Lfc 0 -fe^-f hX~m&Vfz e -fe^MS^h^k 
Fn77>50ml Ti5fe#bfc. MteMEETKS^L-fco 7jc 1 0 0 m 1 £ 
Jn;LTSH££ilti&L£:. ^aD*M3 0 0ml tm%ii%M7kmj- h V M> 3 
0 0mlT*7>lUc. «JI£^»Mbfc. ^{c5^x-^;u^nAT 
atjiLT±SB<b^^4. 0 7 g#£:. 

: m&m# 

1 7 7 - 1 7 8 -C 
'H-NMR<CDC1 3 ) (5 : 3. 72 (2H, brs) , 4. 20X2H, s) , 6. 55 (2H, ; d,.J=8. 5Hz) , 
6. 85 (2H, d, 1=8. 5Hz) , 7. 42-7. 50 (2H, m) , 7. 57-7. 70 (3H, m) 
###J3 (2) 

###J3 (1) tmmzlsX. SXT(D (fc&Val3) £#fco 

4- (^>^;i/7;;u^x;i/^^;W txu> (te£-#u 3) 

MM. : 1 4 8- 1 4 8. 5 *C 
- 'H-NMR-CGDC-ly) - 6- : 3. 79 (2H, brs) , 4. 03 (2H, s) , 4.1 0 (2H, s) ,-6. 69X2H,.d, J=8Hz).,.._ 
7. 1 6 (2H, d, J=8Hz) ,7.39 (5H, brs) 
#%0!I4 

2 - (4-7 k; s<>zS)ix)i-fc =jv ) sfc mbF~* ^;ux 7f ji/" TIE"-& 

*14) 

?-*1^U^tt3. 5 5 gtp--hn^>7^7D5 H 5 g^rh^k Hp 
77>100ml {C^LT> 7 -ry7°Ptf;Ux5 1 ;UT5>3. 8 7 gSSTWc, 



27 



WO 01/32621 PCT/JPOO/07590 

$ h 4 h mmw Lfeo mn&mmistco o . 3 %mt 2 0 0 m 1 &-t$\x 

T£Cfc@#£Mbfc. 7K (5 0m 1 x 20) > x^y-;i/ (2 Om 1 x 4 
0) , '\*+T> (2 0m IX 2 0) Tft^bfc. *S<fe*ft5fc<D 2 - (4-XbD 
^>v J ;^^) 1 1 g#L u©5^2. 9g^nn^> 

6 0ml, y^f;V*M7SH0. 3mlllilbfc. Z\Z\\Z-**r-W )V9 U 
U F3ml SiTbfc. $6 KMT 2 0«rlHHW*b&. 8flE£J*ETK:S£b 
fc„ mmz*?;-J\,6 0ml , fh7tHo77>l 0ml ZtiuXT 6 O^T 
2«p|«aB^bfc. »fR£«EETK:e£bfc. 3 6 %&&5 0ml SJjn^Tfi&fll^ 
&7km± b U £A 5 0 m 1 , 3 %mM 10ml TiSfcitbfc. j^ltfHMfcK:. M 
I£T^*b7t. SSE^X— ^^SJBlATjtiabfc. ifi»2- (4--hn 

'H-NMRCCDClj) (5 : 3. 95 (3H, s) , 4. 23 (2H, s) , 7. 18-7. 28 (2H, m) , 

7. 41 (1H, dd, J=2Hz, J=9Hz) , 7. 57 (2H, d, J=9Hz) , 7. 97 (1H, dd, J=2Hz, J=8Hz) , 

8. 17(2H,dd, J=2Hz, J=8Hz) 

Z.n&z??UU*?>6 OmUzmffiVtCo 7k<$TJCMCPBA4. 4g£jin 

*_t, mm.~v3 o#Z'b\zmu-c2mmm&i'fro 3%mmm-^bu^^ 1 o o 

mlX'3@. 0. 3%&H1 0 OmlTUfcf£b&. W*H«*£«t&K:**gb&. 

^\^+f->^jD^TJij©bfc. mfef»*S2. 9gifc. 

'H-NMR(CDC1 3 ) 6 : 4. 04 (3H, s) , 4. 91 (2H, s), 7. 43-7. 52 (3H, m) , 

7. 65 (1H, dd, J=2Hz, J=8Hz) , 7. 67 (1H, I, J=7Hz) , 7. 73 (1H, dd, J=2Hz. J=7Hz) , 

8. 12(2H,d, J=8Hz) 

&&&7. 5 g£X*/— ;i/2 Oml tTKl Om 1 CJP^.T3 6«2m 1 £ 
JtJPAT8 0*CT2 O^-m^bfco ££K£#©ilrfil!&5fc2. 8g/fh7hFo 
!7^>2 5ml £jJD^T3Htr B l Ml#b£:o t^FTllLf;, -fe^-f h 

0 0ml £Jn*ja?n#i&7k*:J- hU^AlOOml T*#Jf Lfc 0 M^iit 
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_4* : 

^: 1 3 5- 1 3 6. 5"C 

'H-NMR (CDC 1 3 ) 5:3.69 (2H, s) , 4. 02 (3H, s) , 4. 62 (2H, s) , 6. 53 (2H, d, J=8Hz) , 

6. 99 (2H, d, J=8Hz) , 7. 42 (1H, dd, J=2Hz, J=8Hz) , 7. 54-7. 64 (2H, m) , 

7. 66 (1H, d, J=8Hz) 

m&mi (1) 

5-^a_-3- (4-kHD+->7i-;i^t) -2-*5-)WOY— )V (_ 



4-7n ; t7i^H: F55?>__:K_6. 7gtl - (4-kHo^>7xZ 
-2-yDAV>5. 46g$tert-»7J^-;H50ml 
*iHl!»il_CFK-2 lNplHati^Ufc. ftft^DD^^>2 0 0ml _il[JAT 
* 2 0 0mK 3%^X>i2 0 0ml, ffisfofcifi* 1 0 Om 1 T?ifei£Lfc. 

» _#L}_. _tfe__-#J_4. 2 9g#fc. 

li: 161-162. 5*C 

'H-NMR (DMSO-d 6 ) 5 : 2. 47(3H, s) , 6. 66 (2H, dd, J=2Hz, J=9Hz) , 

6. 93 (2H, dd, J=2Hz, J=9Hz) , 7. 20 (1H, dd, J=2Hz, J=9Hz) , 7. 33 (1H, d, J=9Hz) , 

7. 45 (lH,d, J=2Hz) , 9.-36 ClH, s) , 11. 7.4. UH, s) _ 

mmmi (2) - o> 

mmmi u) tmmizvx, &tf<d utermi 6) - ut&mi 7) 

________ 

=E-2-*^)l-Z- (2-k'Jy;W) -i>Y—)l (__*-l 6) 
tt« : &»__* 
fltft: 2 4 3.' 5-244t 



^15) 
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'H-NMR (DMS0-d 6 ) <5 : 2. 44 (3H, s) , 6. 58 (1H, d, J=8Hz) , 7. 07 (1H, dd, J=5Hz, J=7H 
z), 7. 24 (1H, dd, J=2Hz, J=8Hz) , 7. 40 (2H, d, J=8Hz), 7. 52 (1H, dt, J=2Hz, J=8Hz), 
8.38(lH,d,J=2Hz), 11.95 (1H, s) 

mmmi (3) 

mi 7) 

^ : n&B* 

MA : 2 3 7-2 3 9"C 

'H-NMR (DMSO-dj) <5 : 2. 43 (3H, s) , 6. 55 (1H, dd, J=2Hz, J=8Hz) , 

7. 11-7. 14(1H, m) , 7. 20-7. 27 (2H, m) , 7. 31 (1H, d, J=2Hz) , 7. 35 (1H, d, J=8Hz) , 

7.94(lH,d, J=2Hz), 11.91 (1H, s) 

2- ( 5 - ^Dt - 2 - ^^M > H-^- 3 - Oltt) ^MMm^>^)lX. 
Ut&Wl 8) 

2- (5-~?n^-2-^)W>F-Jl- 3— OVtt) ^&S^5. 4g 
tMt^^A2. 4g£N, N-y/f^JI'ATS F3 Om 1 lliibfc. 
^>z?)VZfU 5 H 2 . 6 g £in*.T 1 8 FiSMt^t^Co SlX^^ 100ml£ 
Sn^.T7K2 0 Om 1 T2IU^Lfeo W^Jf tefy&mt^feLfc. m&&Jl7& 

tttfc : Mfe^ 

MA : 1 7 1 . 5-173. 5 "C 

'H-NMR (DMS0-d 6 ) <5 : 2. 44 (3H, s) , 5. 42 (2H, s) , 6. 59 (1H, d, J=8Hz) , 

7. 18(1H, t, J=7Hz) , 7. 25 (1H, dd, J=2Hz, J=8Hz) , 7. 29-7. 32 (2H, m) , 

7. 38-7. 46 (5H, m) , 7. 55 (2H, d, J=8Hz) , 7. 99 (1H, dd, J=2Hz, J=8Hz) ,11.95 (1H, s) 

mmms a) 
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1 9) 

>3. 4 gS^oo/^>8 Om 1 C»jSl/fc. -50t 
T?®*3HK t e r t -7*^X^7-^2. 1 g0y^DD^^>iil OralS: 

2 0$rarFLfc. ffil?2 0^{HtL^ Zl £ Id 1 - (4-^PD7xn;i/5 1 
^-) -2-:/d/\V>4. OgOy?DD^^>^10ml^lO^TllPAT 
l^WLfc. N'JX^;UT5>2. lg©^DD^^>»«5mlSlDA 
T£fi-(?2l$[H«#Lfc. 5 0ml ©7K*iP^.T^«B*^IRU S£8!^g*gL, 

in^T«abTO±Efls-&»&o. 9 1 g#£. 
tttt : 

1 3 8-1 3 9TC 

•H-NMR(CDC1 3 ) 6 : 2. 49 (3H, s) , 6. 92 (2H, d, J=9Hz) , 7. 12 (2H, d, J=9Hz) , 
= 7. 18-7. 32 (2H, m) , 7. 63 (1H, s) , 8. 28 (1H, brs). 

mmm 3 ( 2 ) - (23) 

(1) £H«fcUT, £TF© (M2 0) - ab-&«4 1) £#fc„ 
(2) 

5-^D ; e-2-^^;p-3 - (4-^^;W7a:x;p^) -f > f—ju (it^m 

2 0) 

■— tttt-*ifc*MM»* 

MA : 1 4 3- 1 4 51: 

'H-NMR (CDCl 3 ) 6 : 2.24 (3H,s), 2.49 (3H,s), 6.92 (2H, d, J=8Hz) , 

6796 (2H~ d/j=8Hz) , 7. 18(11! d7j=8Hz)~7~ 24 OM, J=8Hz7, T.~66(lH7s). 

8.21(lH,brs) 

»#I3 (3) 

3- ^>V)Vf-OT) -5-yD ; 6-2-^fM>K-^ (M2 1) 
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: 

1 2 1-1 2 2. 5t: 

'H-NMR(CDC1 3 ) 6 : 1. 96(3H, s), 3. 72 (2H, s), 6. 92(2H, d, J=9Hz), 
7. 1 1-7. 28 (5H, m) , 7. 71 (1H, s) , 7. 97 (1H, brs) 
nMM3 (4) 

5 2-*3-)V- 3 - (3-7^ h^->7x^i;U^) <>F-;u Ofb£- 
^J2 2) 

: 1 2 7 - 1 2 9-C 
'H-NMR(CDC1 3 ) 6 : 2. 50 (3H, s) , 3. 68(3H, s) , 6. 53-6. 64(3H, m) , 

7. 09 (1H, t, J=9Hz) , 7. 21 (1H, d, J=9Hz) , 7. 27 (1H, d, J=9Hz) , 7. 68 (1H, s) , 

8. 29 (1H, brs) 
mffiM3 (5) 

(2 -*?-)V- 3 -7i-^f^ > H-;u- 5 — - r;w »si^x^f;i/ 

2 3 ) 

M: 90-9 0. 5t: 

'H-NMR(CDC1 3 ) 5 : 1. 19(3H, t, J=8Hz), 2. 50(3H, s), 3. 66(2H, s), 
4. 1 1 (2H, q, J=8Hz) , 7. 02-7. 05 (3H, m) , 7. 1 2-7. 1 7 (3H, m) , 7. 28 (1H. d, J=8Hz) , 
7.43C1H, s),8. 27 (1H, brs) 
^»J3 (6) 

5 -yn^e- 2-tert -7^)1- 3 - (7i^ft) -f > (-ffr&to 
2 4) 

: 

Si ■£ : 1 4 0 - 1 4 2 "C 

'H-NMR(CDC1 3 ) 5 : 1. 51 (9H, s) , 6. 96 (2H, dd, J=2Hz, J=8Hz) , 7. 03 (1H, t, J=8Hz), 
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7. 1 5 (2H, t, J=8Hz) , 7. 23-7. 28 (2H, m) , 7. 62 (1H, s) , 8. 35 (1H, brs) 

3- (4-^DQ7x-Wt) -2, 5-> f ^JM' >H-A ab^2 5) 
: 

: 1 4 1 - 1 4 2 *C 
'H-NMR(CDC1,) 6 : 2. 40(3H, s), 2. 48(3H, s), 6. 94(2H, dd, J=2Hz, J=9Hz) , 
7. 02 (1H, d, J=9Hz) , 7. 10 (2H, dd, J=2Hz, J=9Hz) , 7. 26 (1H, d, J=9Hz) , 
7.29(lH,s),8.17(lH.brs) 
nmW3 (8) 

5-T-iz5 1 ;p-2-^5 1 ;p-3-^ni-;u^-i'>K-;u ({t&W2 6) 

: 

»j£ : 116-ll'8t 

'H-NMR(CDC1 3 ) 6 : 2. 54 (3H, s) , 2. 61 (3H, s), 7. 01-7. 21 (5H, m) , 
7. 38-OH, d, J=9Hz).,-7.. 89-(lH,.dd,J_=.2Hz, J.=8Hz) , 8. 17,(1H, s) , 8. 79 OH, brs) 
mffiM3 (9) 

£#|2 7) 

M: 1 8 0- 1 8 0. 5t 

-1H=NMR-(CDC1 3 ) <5. : 4 . 38-(3H, t,.J=7Hz), 2. 53 (3H, s) , 4. 36 (2H, q, J.=7Hz) 

7.01-7. 05 (3H, m) . 7. 1 5 (2H, t, J=8Hz) , 7. 35 (1H, d, J=9Hz) , 
7. 92 (1H, dd, J=2Hz, J=9Hz) , 8. 30(1H, s) , 8. 49 (1H, brs) 

imm~3 ~<ToT 

5 -^Pt-2-^^- 3-7x^W > H-^ (l*t£-«S2 8) 
HA : 1 6 2- 1 6 4<C 
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'H-NMR(CDC1 3 ) 6 : 2. 53 (3H, s) , 7. 02 (2H, d, J=8Hz) , 7. 08 (1H, d t, J=lHz, J=8Hz) , 
7. 1 1-7. 32 (4H, m) , 7. 69 (1H, s) , 8. 28(IH, brs) 
mfaM3 (1 1) 

5 ->7; - 2 - 3 - 7i=^W >Y-)V (itS® 2 9) 

tett : mp&B* 

1 5 6-1 5 71C 
'H-NMR(CDC1 3 ) <5 : 2. 56 (3H, s) , 7. 01 (2H, dd. J=2Hz, J=8Hz) , 
7.08C1H, dt, J=2Hz, J=8Hz),7. 17 (2H, dt, J=2Hz, J=8Hz), 
7. 42 (2H, dq, J=2Hz, I=8Hz) , 7. 87 (1H, s) , 8. 62 (1H, brs) 
mmM3 (12) 

5-zfn=e-s- ,(4-?D07ir;i^t) - 2 -x^jw > F-ju (-fb^* 

3 0) 
tttt : 

'H-NMR(CDC1 3 ) <5 : 1. 27(3H, t, J=8Hz), 2. 91 (2H, q, J=8Hz), 

6. 92 (2H, dd, J=2Hz, J=7Hz) ,7.12 (2H, dd, J=2Hz, J=7Hz) , 7. 22-7. 32 (2H, m) , 

7.64C1H, d, J=2Hz), 8.33 (1H, brs) 

mnm 3(13) 

2, 5 - i^^f il'- 3 - 7i-m< > h*-)!/ (ft^*3 1) 

: rnmm 

1 5 7 - 1 5 9 "C 
'H-NMR(CDC1 3 ) 6 : 2. 39 (3H, s) , 2. 50(3H, s) , 6. 96-7. 05 (3H, m) , 
7. 11-7. 19 (2H, m) , 7. 20-7. 27 (2H, m) , 7. 33(1H, s) , 8. 15 (1H, brs) 

mmm3 a 4) 

i32) 
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1&& : 1 0 5. 5 - 1 0 6t 

'H-NMR(CDC1 3 ) 6 : 2. 55 (3H, s) , 7. 01-7. 10 (3H, m) , 7. 1 7(2H, t, J=8Hz) , 
7. 43 (2H, d, J=8Hz) , 7. 85 (1H, s) , 8. 41 (1H, brs) 

^mm 3(i5) 

5-^>y<;i/-2-^;p-3-:7:r-;i^:*-f >k-;p at-&4*»3 3) 

MjH: 2 1 7. 5-2 1 St; 

'H-NMR(DMSO-d 6 ) 5:2.51 ( 3 H, s) , 6. 98 (2H, dd, J=2Hz, J=8Hz) , 
7. 10 (1H, t, J=8Hz) , 7. 22 (2H, t, J=8Hz) , 7. 48 (2H, t, J=8Hz) , 
7. 55 (1H, d, J=8Hz) , 7. 61 (4H, dd, J=2Hz, J=8Hz) , 7. 72 (1H, d, J=2Hz) 
WJ3 (16) 

(2-^-3-7x-ji/W>H-^- 5— r;w) 9i^>i;jnxf;i' 

(^#13 4) 

-tt^Jt-fe»««»-.-- - • , , -. 

'H-NMR(CDC1 3 ) 6 : 2. 49 (3H, s) , 3. 73(2H, s) , 5. 10 (2H, s) , 7. 00-7. 05 (3H, m), 
7. 05-7. 10 (3H, m) , 7. 25-7. 35 (6H, m) , 7. 45 (1H, s) , 8. 29 (1H, brs) 

nMM3 (1 7) 



— tt^-»fe»«e<» _ - 

'H-NMR(CDC1 3 ) <5 : 2. 50 (3H, s) , 4. 37 (2H, s) , 6. 90-7. 1 8 (7H, m) , 7. 37-7. 70 (6H, 
m), 8. 35 (1H, brs) 

5 - i/jy 2 - 3 - 7x-;i/ft'f > h-jp Mt-&*i3 6) 

'H-NMR(CDC1 3 ) 6 : 2. 52 (3H, s) , 3. 78 (2H, s) , 6. 98-7. 08 (3H, m) , 7. 12-7. 19 (3H, 



£#13 5) 
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m), 7. 33 (1H, d, J=9Hz),7. 44 (1H, s), 8. 39 (1H, brs) 
MffiW3 (1 9) 

2 -*3-)V- 3-7 i^J^t^f > K-JU- 5 -*^>l^>yJVX7f^ 
(flS-&<» 3 7 ) 

: titm&Bm 

: 2 0 2. 5 - 2 0 3 "C 
'H-NMR(CDC1 3 ) 6 : 2. 54 (3H, s) , 5. 35 (2H, s) , 6. 97-7. 08 (3H, m) , 7. 1 2-7. 18 (2H, 
m) , 7. 30-7. 45 (6H, m) , 7. 94 (1H, dd, J=2Hz, J=9Hz) , 8. 34 (1H, s) , 8. 41 (1H, brs) 

mmm3 (2 0) 

^3 8) 

: 7 8-8 Ot: 

'H-NMR(CDClj) 6 : 2. 55(3H, s) , 3. 99(2H, s), 4. 1 6 (2H, s), 7. 01-7. 04(3H, m), 
7. 1 4-7. 17 (2H, Hi) , 7. 23-7. 40 (8H, m) , 8. 40 (1H, brs) 

mmm 3(21) 

2 - (2 3-7x-m< > 5 — oM^i^m— M 

sifSi^f;nxT;i' (M3 9) 

E^: 1 8 9- 1 8 9. 5*0 

•H-NMRCCDClj) 6 : 2. 47 (3H, s) , 3. 99 (3H, s) , 4. 79 (2H, s) , 6. 92 (2H, d, I=8Hz), 
7. 06 (1H, dd, J=2Hz, J=8Hz) , 7. 1 2-7. 19 (4H, m) , 7. 22-7. 29 (2H, m) , 
7. 43 (2H, d, J=8Hz) , 7. 58 (1H, dd, J=2Hz, I=8Hz) , 8. 31 (1H, brs) 
*»J3 (2 2) 

2 5--hD- 3-7i^f^>F-A «k&®4 0) 
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2 1 7-2 1 9*C 

'H-NMR(CDCI 3 ) 8 : 2. 57(3H, s) , 7. 02 (2H, d, J=7Hz) , 7. 08(1H, d, J=7Hz) , 
7. 15-7. 19(2H,m),7.38(lH, d, J=8Hz),8. 10(1H, d, J=8Hz) , 8. 48 (1H, s), 
8.57 0H, brs) 

mmm 3 (23) 

5 - ^o t- 2 - ^f Jl/- 3 - jl/W > h'-^ Mfr&KK 1) 

: 8 0 - 8 0. 5*C 
'H-NMR(CDC1 3 ) <5 : 2. 24 (3H, s) , 2. 52 (3H, s) , 7. 14(1H, d. J=8Hz) , 
7. 24 (1H, dd, J=2Hz, J=8Hz) , 7. 81 (1H, d, J=2Hz) , 8. 05 (1H, brs) 

5-7S/-2 -*?-)V- 3 -7i-J^> F-JU 4 2) 

ttf&8 g£X^/— JP2 5m 1 £zK2 5m 1 KJnAfc. 3 6 %M3m 1 *tP 
it8 0 n?2 0M^lfc i 2 - ^5"ik- 5 - ~ H Q- 3 - y^~)lf- 

K— ;W3. 3 g(DX^/-;i/2 5ml ifh7kh'D77>2 5m 1 

h5t HP77>Ttfe#Lfc. a««*i«ETfcfS*bfc. M^cid^^> 
2 0 0ml TfflmblS?DSW7K2 0 0ml T?5fe^bfc„ #£i;&?F#*l« 

-l^©-_bfS^--&-#I £-2^~-5-g-#fe. 

ttl* : 

M: 1 8 6 - 1 8 7. 5 "C 

'H-NMR ®MS0-d7)~e" : 2736 (3hTs)T iTw (2hT brs)767 46 (TiTdd ,T=2HzT J^9Hz). 
6.51 (lH,s),6. 94(2H,d, J=7Hz) , 7. 02-7. 07 (2H, m),7. 16-7. 19(2H,m), 
11. 14C1H, s) 

m&m 5 
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2-^)1- 5 --hD-3-7x-JPf^ > K— ;U2 8 4mg fcf^-tf-'J 
3 0 8mg§b'j7MDil7ml CflO*.T8 CCTa 0$MS*fckfc. 
SfcffiTfcSSLfc. »BtX?-;U3 Oml £JJP;LT4 K#HMfr*- V U £A 6 Oml 

9 OmgiL 

: 1 7 3 - 1 7 3. 5*C 
'H-NMR (DMS0-d 6 ) (5 : 2. 43(3H, s) , 6. 42 (1H, s) , 7. 43(1H, d, J=9Hz), 
7. 91 (1H, dd, J=2Hz, J=9Hz) , 8. 41 (1H, d, J=2Hz) ,11. 69'ClH, s) 

•mm* 

5-7ay-2-^M>i i -;i' (M4 4) 

fifcf&3 g£X^/— ;H Om 1 izRl Om 1 lCjP^.fco 3 6 %Iilm 1 SrJJP 
AT8 0"CT2 0#Jt#^fco ^^1(3 2 5 - ~ hD<>F-^0. 8 
g CD5=- h7tHD77>6ml <hX^ 7 — ;U 3 m 1 i#f&&JP*.T$ £ 1 P$fB!gg 

#ltco hT?i8iabfc. f h7tFD77X x^/-;k ^dd^ 

>&3 Om 1 x2Hlf»bL t«itt«ffiTI:IIl/fc. filfP^K**"^ 
h Om 1 SiPx.T^i7npy^>5 0m 1 TfJftfflbfc. S£*£&Kl®£b 

fc'&l** 6 7 OragfL 

1 3 4- 1 3 5. 5*C 
'H-NMR (DMS0-d 6 ) 5 : 2. 29 (3H, s) , 4. 32 (2H, brs) , 5. 81 (IH, s) , 
6. 36 (IH, dd, J=2Hz, J=8Hz) , 6. 55(1H, d, J=2Hz) , 6. 93(1H, d, J=8Hz) , 10. 34(1H, s) 
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5-tert - 7h+y^M^75 y - 2 - ^fJK 3 - ( 2 - tf U 
Or) >f>H-;V MK'&«4 5) 

5-T$/-2-^5 1 ;K>F-;U6 OOmgSfh5kHD77>20ml 
y-tert -^^S^-al**— h 8 8 Omg £SPX.T^T« 1 . 

^1f>SrJP^.TjaigLfc. «gfe^*^>5- t e r t-^h 
^ ->*J^^7 5 / - 2 - ^ ?M > F-J^ 8 6 Omgffc. 

7MHt±MJ#A0. 34g$, N, N-^^fMMTS F3m 1 dill 
LT> 3K^TlC5- t e r t -7 h*zsi3 )Vi£~)V7 5. J - 2 > K- 

;P0. 8gaAT3 0»Uc. 2, 2' -S^US^lo^TUl^ 

ho. 8 8 g *jDAT^ffl-e i 8 mmmwistco mm^)i 6 0ml T 

3S«Kat^-hU^A2 0 Oml X4Hn?ifc^bfc. 
>£^T^j®LT©_tfE{t-S-#j£6 1 Omg#fc. 
- ttlte 88*fetfr5|5 - — ........... 

Bfc^t: 1 9 7 - 1 9 8*C 

■H-NMR(DMS0-d 6 ) <5 : 1. 42 (9H, s) , 2. 40 (3H, s) , 6. 51 (1H, d, l=8Hz) , 

7. 04 (1H, dd, J=2Hz, J=8Hz) . 7. 1 1-7. 1 5 OH, ■), 7. 1 6 (1H, d, J=8Hz) , 

7. 48 OH, dd, J=2Hz, J=8Hz) , 7. 56 (1H, brs) , 8. 37 (1H, d, J=4Hz) , 9. 08 (1H, brs) , 

11.560H, s) 

mmm 8 -• - - - - - - 

2- (n' - (2-^^)v-3-y^^jv^^( >h*-;u- 5--r;u) «7U-r 

F) JfeAM^^^XXT-^ (M4 6) 

5-757- 2^7^-T-7 iHTu^^T > ~F — JF5 ~ 0 OmgT^Ty 
y7th$MSI^il'3 6 Omg, 4 - v^^W5 / tfU >>> 2 Orag^D 

(->'J*y;U ; y^o^» fcttLT±BBte^4&£7 8 Omglfc. 
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m& : 9 4 - 9 5 . 5 *C 

'H-NMR(CDC1 3 ) 6 : 2. 49 (3H, s) , 3. 76 (3H, s) , 6. 50 (1H, s) , 6. 95-7. 07 (4H, m) , 
7. 1 1 (2H, d, J=7Hz) , 7. 30 (2H, s) , 7. 42-7. 53 (2H, m) , 7. 95 (1H, d, J=7Hz) , 
8. 39 (1H, s) , 8. 5 (1H, d, I=8Hz) , 10. 36 (1H, s) 

3- (2-^?;h3-7i^t'f>Hh5-'fJW -2, 4 ( 1 H, 
3H) -WJ>^>(ft§*4 7) 

2- (N ' - (2-;*^;i/-3-:7xX;i^:^>K-;W-5--1';W) tfW 
K) SlSt/^XXfJH g$ h;UX>l 5m 1 , y/f;VXM^yF5 
mUzmMlsfco 1, t'y^D [5. 4. 0] ^>x"fe> (DBU) 

0. 5mlS3DATl 1 0^3^^^^. »«E&«ETfcS*L&. 
lC3%^X>i?3 0 0ml £in*_, P&X3MI/2 0 0m 1 TffctlffiLfc. WW! II 

^;^miw. «jBETS3iLfc. 8££^*i*>£in*T«ifiLT±BEfl:^** 

& 0. 9 1 g#fc. 

: 2 5 4-2 5 6t 
'H-NMR (DMS0-d 6 ) 5 : 2. 54 (3H, s) , 6. 98 (2H, d, J=9Hz) , 7. 01 (1H, d, J=2Hz) , 
7. 06 (1H, t , J=8Hz) , 7. 1 8-7. 21 (4H, m) , 7. 25 (1H, s) , 7. 46 (1H, d, J=9Hz) , 
7. 67 (1H, t, J=8Hz),7.90(lH, d, J=7Hz) , 1 1. 43 (1H, s), 1 1. 83(1H, s) 

mmm 1 o ( 1 ) 

5 - 7 / - 3 - 7izm-f > F-^ «t&M4 8) 

.5-75/OF-M OOmgSf h7th*D77>10ml t»»l/T7 
WK5^/-^3 3 Omg, 4-^W5 7 If U5»l Omg^MT 
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& 0. 2 7 gftfc. 
'H-NMR (DMS0-d 6 ) 5 : 2. 02 (3H, s) , 6. 35 (1H, s) , 7. 17 (1H, dd, J=2Hz, J=9Hz) , 
7. 29 (2H, dd, J=2Hz, J=6Hz) , 7. 84(1H, s) , 9. 70 (1H, s), 10. 96 (1H, brs) 
7jc^±hU^A2 4 Omg£. N, N-y/?MM75 h*l OmlCl 
8§LT. 3-X^TfC5-T-fe^;P75y-r>F-^3 4 8mg^MT3 0 5Mf# 
Lfc. ^KlS^iX^TJl-^ KO. 5 g$rJn^.T^aT*4^FTO^bfeo 
<£2TF£7jc£5 Oml 3jdtL7c. ^X^;U3 Om lTrtttt5b7c. mmmteZ 
3 h 'J AT* 1 0 0 m 1 x 3 Hl^bfc. &&mzmffaLfz. 3£«c£ 

*7A^D-7h (5/U*y;U; ^DD^M/BUX^l 0/1) KttbT 
±IB^#l* 5 3 Omgffc. 

Mjft : 8 1 - 8 2 *C 

'H-NMR (CDC 1 3 ) <5 : 2.14 (3H, s) . 7. 04-7. 14(3H, m) , 7. 1 6-7. 18(3H,m) , 

7. 39 (1H, d, J=9Hz) , 7. 43 (1H, s) , 7. 48 (1H, d, J=2Hz) , 7. 62 (1H, dd, J=2Hz, J=9Hz) , 

8. 46 (1H, brs) 

m&w 1 o ( 2 > - c 6 > 

^10 (1) tPOtHKbT, (ft^4 9) - Ofb^«j5 3) 

$kffiMl-0 (2-) - - - - - — 

5 - ^ > l /-f ;l/7 5 / - 3 - 7 x-Jl/ W > (4t-£fa4 9) 

Vktt : *§£¥t>* 

BjH : 2 0 8- 2 0 9°C 

'H-NMR (DMS0-d 6 ) 5 : 7. 01 (2H. d, J=8Hz), 7. 05 (1H, t, J=8Hz) , 7. 20(2H, t , J=8Hz) , 
7. 43-7. 62 (5H, m) , 7. 75 (1H, d, J=3Hz) , 7. 79-8. 00 (3H, m). 10. 15 (1H, s) , 1 1 . 68 (1H, s) 

mmmi o (3) 
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3 -7x"Wt- 5 - (4- hJVJL>X)\,*-)V7 2. J) OF— )V 
5 0) 

: 2 0 5-2 0 6. 5 *C 
'H-NMR (DMS0-d 6 ) 6 : 2. 28(3H, s), 6. 94(2H, d, J=7Hz) , 6. 96(1H, d, J=2Hz) , 
7. 1 1 (2H, dd, J=2Hz, J=9Hz) , 7. 1 5-7. 22 (4H, m) , 7. 36 (1H, d, J=8Hz) , 
7. 46 (2H, d, J=8Hz) , 7. 72 (1H, d, J=2Hz) ,9.81 (1H, s) , 1 1. 65 (1H, s) 

N— (3-7iZW^>Hh5-<JH -N' -yx.~)VOU7 UtS 
i51) 

mt : m&n* 

M& : 208-210t 

'H-NMR (DMS0-d 6 ) 6 : 6. 92 (1H, t, J=8Hz) , 7. 01 (2H, d, J=8Hz) , 
7. 05 (1H, t, J=8Hz) , 7. 1 5-7. 30 (5H, m) , 7. 35-7. 45 (3H, m) , 7. 61 (1H, s) , 
7. 71 (1H, d, J=3Hz) , 8. 47 (1H, s) , 8. 53 (1H, s) , 1 1. 58 (1H, s) 
10(5) 

5 - t e r t -^h^^;i/fc;PT5y-3-7x-;u5 1 ^>H-;p 

M5 2) 

: 7 8 . 5 - 8 0 *C 
'H-NMR (DMS0-d 6 ) <5 : 1 . 43 (9H, s) , 6. 98 (2H. d, J=8Hz), 6. 99-7. 07 (1H, m) , 
7. 1 8-7. 21 (3H, m) , 7. 36 OH, d, J=9Hz) , 7. 66-7. 72 (2H, m) , 9. 1 4 (1H, brs) , 
11. 57 OH. s) 

mmmi o (6) 

3- (3-7i-m-f>H-ih5-'fJH -2, 4 ( 1 H, 3 H) 
VU >v^> 0fc£*j|5 3) 
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0 

8ftj% : 2 5 8 -2 5 8. 5t 

'H-NMR (DMSO-d 6 ) 6 : 7.05-7. 11 (3H,m), 7. 19-7. 26(4H,m), 7. 36 (1H. s), 
7. 45 (1H, t , J=8Hz) , 7. 58 (1H, d, J=9Hz) , 7. 66-7. 71 (1H, m) , 7. 88-7. 97 (2H, m) . 
1 1. 47 (lH.brs), 11.89 (1H. s) 

mmm n (i) 

fcmiki- h'J^Al. 5 3 g ftS?^?M^A75 h* 7 Om 1 fc!B»U 7k?fr 
T5-^DM>H-;P5g, i^Tv7xZ;l/yX;l'7^ K6. I 2 g&MZ. 

.. 1,2, 8 - L 3 ,0 V, . , _- ,. _ 

'H-NMR (CDC1 3 ) 6 : 7. 03-7. 12(3H,m) , 7. 1 2-7. 21 (2H, m) , 7. 29-7. 38 (2H, m), 
7. 50 (IH, d, J=3Hz) , 7. 75 (1H, s) , 8. 44 (1H, brs) 

mmm 1 1 c 2 ) - < 1 0 > 

glJfiWl 1 (1) tRItlltebT, &TF<D - «b^-#J6 3) 

C2-) 

5-7ot-3- ( 2 - tf U v 5 ;!/^^") ;b (M5 5) 

tt« : 

2 5 3-2 5 5t: " 
'H-NMR (DMS0-d 6 ) <5 : 6. 05 (1H, d, J=8Hz) , 7. 04-7. 09 (1H, m) , 
7. 33 (1H, dd, J=8Hz, J=2Hz) , 7. 50-7. 58 (3H. m) , 7. 87 (1H, s) , 8. 37 (1H, d, J=4Hz) 

mmm 11(3) 



43 



WO 01/32621 



PCT/JPOO/07590 



5-^o^-3- (4-^an7i-m) •Y>F-;l' (ft^«5 6) 



1K£: 1 46-1 48t 

'H-NMR(CDC1 3 ) 6 : 6. 99 (2H, d, J=9Hz) , 7. HUH, d, J=9Hz) , 7. 32 (1H, d, J=9Hz), 
7. 36(1H, dd, J=9Hz, J=2Hz) , 7. 50(1H, d, J=2Hz) , 7. 71 (lH.s) , 8. 46 (1H, brs) 

mmmi 1 (4) 

5-7*0^6-3- (4-^^7x"JW) -f>H— ;W (ft^«5 7) 
IHjft : 1 2 6-1 2 81C 

'H-NMR(CDC1 3 ) <5 : 2. 26 (3H, s) , 7. 88(1H, s) , 8. 09 (1H, dd, J=7Hz, J=2Hz) , 
8. 220H, d, I=9Hz) , 8. 51 (1H, d, I=2Hz) , 8. 81 (1H, d, J=2Hz) , 10. 06 (1H, s) 

mmmi 1 (5) 

5 -^P^- 3 - (4--h07i-Ht) -f>K— )V (M5 8) 
M: 1 8 4 - 1 8 6*C 

'H-NMR(DMSO-d 6 ) (5 : 7. 29 (1H, d, J=9Hz), 7. 41 (1H, d, J=9Hz), 7. 59 (1H, s) , 
7. 9 1 (2H, d, J=9Hz) , 7. 96 (1H, s) , 8. 24 (2H, d, J=9Hz) , 1 1. 91 (1H, brs) 
11(6) 



2- (5-7*0^ >F—)l- 3 ^>^7V-)V (fli^5 9) 
tttt : ftfe&* 
m&: 222-224t 

'H-NMR(DMS0-d 6 ) <5 : 7. Z8C1H, t, J=8Hz), 7. 38 (1H, dd, J=9Hz, J=2Hz), 

7. 42 (1H, t , J=8Hz) , 7. 55 (1H, d, J=9Hz) , 7. 68 (1H, d, J=2Hz) , 7. 83 (2H, d, J=8Hz) , 

8. 12 (1H, d, J=3Hz), 12.24 (1H, brs) 

mmrn 1 1 ( i ) 



5- (5-7*P ; E-r>F-^-3— r;^^-) - 1 - 7x-^f h7 , /-;i' (-ft 
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^6 0) 

: 2 0 8 - 2 1 0 *C 
'H-NMR(CDCI 3 ) 6 : 7. 33(1H, dd, J=9Hz, J=2Hz) , 7. 47 (1H, d, J=9Hz) , 
7. 62 (1H, d, J=2Hz) , 7. 63-7. 71 (3H, m) , 7. 71-7. 80 (2H, m) , 7. 85 (1H, s) , 
12.00(lH,brs) 

mmmi 1 (8) 

5 -^>5?;!/:*3r->- 3 - (4-^^711^) -f > K — ;U (-ffc-& 

Va6 l) 

: 

K * : 116-118*C 

'H-NMR(CDCl 3 ) fi : 2. 26(3H, s), 5. 03(2H, s), 6. 93-7. 02 (5H, m), 

7. 1 5 (1H, d, J=2Hz) , 7. 28-7. 39 (4H, m), 7. 39-7. 44 (3H, m) , 8. 31 (1H, brs) 

- mmmi i. o) „,..„.,. . . .. _ .. ._ 

5 3 -7i-^ft< > h'-^ «t^6 2) 

IRjA : 135-137*0 

'H-NMR(CDC1 3 ) 6 : 5. 03(2H, s), 7.00C1H, dd, J=9Hz, J=2Hz), 7. 02-7. 11 (3H,m), 
7.11-7.19 (3H, m) , 7. 30 (1H, d, J=7Hz) , 7. 33-7. 37 (3H, m) , 7. 37-7. 45 (2H, m) , 

7.-46X1 H t -d,J^2Hz)_,_8.._35ilH,_bxsl 

mm&\ 11 (10) 

3- (4-/^7i^ft) -5- (7iUHfr;i/) -r>K-;l/ Yfc# 



5-^nH>F-JHg, KKA'JfAl. 8g, BOltM (I) 4 
8 mg : h'j7x-MX7^ >0. 1 3 g : t'X h'J7x"M77^ >/\° 
rV^D'JH (PdCl, (PPh 3 ) ,) 0. 18g^^yl^>5m 



4£)6 3) 
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1 , *5m 1 C»UifiT'3 0 ftfSUSmistt. Ztl\Z. x^-;u^>-tf > 1 . 
3 7ml &JWA.*«T5I^M, 80tT2 0 NHHJflWUfc. Si&?Sfc*&iPA» 

(y ; 5iX-f^/SiI^=4/l) fctfU 5- (7i- 

;ux^-;w <>K-;H#fe 0 ^ntfx (4 -*5P;u:7:r-;u) 
£ffiV^TH»Jll (1) tmmzVX±&{£&Ql}&Wt. 
tt^ : 

jtt & : 165-168*0 

'H-NMR(CDC1 3 ) <5 : 2. 26 (3H, s) , 6. 99 <2H, d, J=9Hz) , 7. 03(2H, d, J=9Hz) , 
7. 28-7. 35 (3H, m) , 7. 35-7. 45 (2H, m) , 7. 45-7. 56 (3H, m) , 7. 85 (1H, s) , 
8.47(lH,brs) 

nmm 12(1) 

5-ynt-3--f> H Ut£®6 4) 

y^^^A75 H20ml 0 *CT?^^*fi{fcU > 5 . 2 m 1 SSfTbfe. 
^nt5-7*P : t^>H-JH 0 g©v7fM;i/A7$ Oml £j$T 

U m&T* 3 B#flllii#Ufc. S^*7jcfciPA» 1 6 %%mtfr MJ^AIOO 
m 1 &M?Lfz'&. $tmW&Z%lL±M<t&W$: 10.26 g#fe. 
: 

it^C ■: 207-21 CC 

'H-NMR (DMS0-d 6 ) <5 : 7. 40 (1H, d, J=8Hz) , 7. 50 (1H, d, J=8Hz), 8. 23 (1H, s) , 
8.36C1H, s),9.93(lH,s) 

mmmi 2 (2) - (5) 
mmmi2 en tmmiz^x. ot© (^^6 5) - at^mes) 

ft. 

^»!) 12 ( 2 ) 

4-7*0^-3 — f >K— H (tt&m& 5) 
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IttA : 1 8 4 - 1 8 6 "C 

'H-NMR (CDC1 3 ) <5 : 7. 16 (1H, t, J=8Hz) , 7. 45 (1H, d, J=8Hz), 7. 51 (1H, d, J=8Hz), 
8. 11 (IH. d, J=4Hz), 9.00(lH,brs), 10.94(lH,s) 

mmm 12 c 3 > 

6-^-3- -f >H— ;u*;un;i/xt H at-£#>6 6) 

Rfc£ : 210-212*0 

'H-NMR (DMSO-dj) <5 : 7. 37 (IH, dd, J=8Hz, 2Hz) , 7. 72 (IH, d, J=2Hz) , 
8. 03 (IH, d, J=8Hz), 8. 33 (1H, s), 9. 94 (1H, s), 12. 22 (1H, brs) 
mmmi 2 (4) 

5--hn-3-OH-;WWTtF Hfc34fc6 7) 

■kjfr: >-2.8-5X . • .... , 

'H-NMR (DMSO-dg) <5 : 7. 73 (IH, d, J=9Hz) , 8. 17 (IH, d, J=9Hz) , 8. 59 (IH, s) , 

8.95(IH,s), 10. 03 (IH, s) 

mmm 12 c 5 ) 

2 - 7i"^- 3 > H-J^JW;i/f t F «fc"£#j6 8) 

few : 

— ifi^-^-2-6-2— 2-6-3X 

'H-NMR (DMS0-d 6 ) (5 : 7. 20-7. 34 (2H, m) , 7. 48-7. 55 (IH, m) , 7. 55-7. 69 (3H, m) , 
7. 71-7. 81 (2H, m) , 8. 16-8. 27 (IH, m) , 9. 97(1H, s) 

mkmi3 (i) ~" ~ ' " ~ " "~ ™ 

^>^7;^oyPtf^->B6M7K4ftll. 5ral£fh7tKD77>5rall: 
jgflPU Otl?5-7'D : &'f>HI/l gOfh7kFD77>Ml OmlS; 
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^ili&SLfc. £§&£^*1f>Tife#t>±ie<fc^3£ 1. 4 6 gfcfc. 

tttt : « 

2 2 6-2 2 9t 
'H-NMR(CDC1 3 ) 6 : 7. 36 (1H, d, J=8Hz) , 7. 49 (1H, dd, J=8Hz, J=2Hz) , 
8. 1 2 (1H, d, J=4Hz) , 8. 61 (1H, d, J=2Hz) , 8. 98 (1H, br s) 
^MMl 3 (2) 

mrnmiz (i) tmmzvxs kt© (^70) 

5-^^-3- h"J7^tP7-b?M>H- ;P (it^7 0) 
M£ : 2 5 8 - 2 6 0*C 

•H-NMR(CDC1 3 ) (5 : 7. 36 (1H, d, J=9Hz) , 7. 49 (1H, dd, J=9Hz, J=2Hz) , 8. 06 (1H, s) , 
8.59UH, s),8.85(lH,brs) 

nmm 1 4 

1- (5-yo^-3--r>Hu;w -2- (4-^^;p- 1 -fcf^7v-;w 
jL$yv*> W&mi 1) 
JrttV )V? U V KO. 7ml^f h7tKD77>5mll:M. MT5 

1 PtraJt^Lfe^ 1 -^WHf^v^ 1 . 7ml £iP;t£ ZIZ^WlX* 1 NfP^ffi 

?b (^iJAWP ; ^DD*M/^^/-;Nl 0/1) £#L±fBft'&tl£ 
1. 1 2 gf fc. 

: 1 9 5 - 1 9 7 *C 
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'H-NMR(CDC1 3 ) 6 : 2. 33 (3H, s) , 2. 36-2. 42 (2H, m) , 2. 42-2. 59(2H, m) , 

3. 40-3. 60 (2H, m) , 3. 60-3. 83 (2H, m) , 7. 1 8 (1H, d, J=9Hz) , 7. 35 (1H, d, J=9Hz) , 

7. 71 (1H, s) , 8. 46 OH, s) , 10. 1 2 (1H, brs) 

mmm 1 5 

5- (3-fcHo + ->-3-^^-l-^-JW -3— fyP—jUMWVV 
ft K Ut&®7 2) 

5 - ynt - 3 - ^ > Wft HO. 5g> »'J^A0. 78 

gs BVfcm (I) 1 9mg, h'j7i-M77^>4 8mg, 10%/t7v 
>5AKi4 8mg5y^ ^yi^>4m 1 , 7K4m 1 l:iiLMT3 Oftffi 
M&LfCo ZtllZ. 2 3 -7J->- 2 -*--;K). 4 6 g ^iP 
A 8 OtTl Bfll#bfc. ^*j££?t*ltLjfc„ SSEfcA^A* 

D7h (y'J*^;^an*JI/A/^^y-;i/=2 0/l) fc#UJtlH<b 
1 4 3mgffc. 

. - , - -. _ , , . , . ■ . . 

: 1 7 6 - 1 7 8 "C 
'H-NMR (DMSO-dg) 5 : 1.48(6H, s), 5.41 (IH.brs), 7. 25 (1H, d, J=9Hz), 
7. 49 (1H, d, J=9Hz) ,8.12 (1H, s) , 8. 33 (1H, s) , 9. 94 (1H, s) 

mmm 16 d) 



5 -7'Dt- 3 - ,(4-^Dn7l-;Vft) - 2 - * ^M' > K— ;]/ 3 5 3 
mg$^DD^^>5ml m-^DOl^|fS4 3 5mg$J)P 

ThliT 2 HMa»bfc."jR^S* l"%MeSm^- KU ^ A»« 5~0 nTPe^" 

'^#5& 1 2 Omgffc, 
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141* : &»fif&5fc 

M& : 2 5 8-2 5 8. 5t: 

'H-NMR(DMSO-d 6 ) 6 : 2. 66 (3H, s) , 7. 34 (1H, dd, J=2Hz, J=9Hz) , 7. 39 (1H, d, J=9H 
z) , 7.65 (2H, d, J=9Hz) , 7. 93 (2H, d, J=9Hz) , 7. 94 (1H, d, J=2Hz) ,12.45 (1H, br s) 

mmm 1 6 ( 2 ) - (39) 
mm 6(1) tratttbt, kto ({^74) - ut&mi n) 5 

HlS&0iJl 6 (2) 

5-^0^-2-/^-3- (4-^5^;P7x— ;px;i/3t;— )V> -f > H— ;i/ 

\ft&mi 4) 
tttf : 

M: 2 7 6. 5-2 7 7t 

•H-NMR(DMSO-d 6 ) 6 : 2. 34 (3H, s) , 2. 66 (3H, s) , 

7. 32 (1H, dd, J=2Hz, J=9Hz) , 7. 37 (1H, d, J=9Hz) , 7. 38 (2H, d, J=8Hz) , 

7. 80 (2H, d, J=8Hz) , 7. 92 (1H, s) , 12. 34 (1H, brs) 

mmmi 6(3) 

Offc£r#r 7 5 ) 

1 8 7 - 1 8 8 -C 
'H-NMR (DMSO-dg) <5 : 2. 66 (3H, s) , 3. 81 (3H, s) , 7. 18(1H, d, J=8Hz) , 
7. 29-7. 40 (3H, m) , 7. 42-7. 52 (2H, m) , 7. 94 (1H, d, J=2Hz) , 12. 39 (1H, brs) 
mWMl 6 (4) 

3- (^>^;i/x;i/^n;p) - 5 -t/n^- 2 -*3 l ;m > > H— ;p (-fb-& 

*7 6) 
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H^: 1 8 7. 5 - 1 8 8 "C 

'H-NMR (DMS0-d 6 ) 5:2.09 (3H, s) , 4. 49 (2H, s), 7.02 (2H, d, J=8Hz) , 
7. 23 (2H, t, J=7Hz) , 7. 28 (2H, dd, J=2Hz, J=9Hz) , 7. 36 (1H, d, I=9Hz) , 
7. 65 (1H, d, J=2Hz), 12. 18(lH,brs) 

mm u (5) 

2-ter t-^-5-^ot-3- (7z-;^Mr;W -f>H-;U 

ut^m 7 7 ) 

16* : 6 4-6 4. 5X: 

'H-NMR(CDC1 3 ) 6 : 1. 61 (9H, s) , 7. 25 (1H, d, J=8Hz) , 7. 33 (1H, dd, J=2Hz, J=8Hz) , 
7. 42-7. 56 (3H, m) , 7. 89 (2H, dd, J=2Hz, I=8Hz) , 8. 31 (1H, d, J=2Hz) , 10. 87 (1H, brs) 
9mm 1 6 (6) 

3 _ (4-^aa7xr ;w -2, 5 -s^wm* > H— ;w 

1 0 1-1 0 3*C 

'H-NMR (CDC 1 3 ) (5 : 2. 47 (3H, s) , 2. 73 (3H, s) , 7. 06 (1H, dd, J=2Hz, J=8Hz) , 
7. 20 (1H, d, I=8Hz) . 7. 42 (2H, dd , J=2Hz, J=8Hz) , 7. 80 (1H, s) , 
7. 92 (2H, dd, J=2Hz, J=8Hz) , 8. 44 (1H, brs) 

mmm~i-6-i-7-) 

ixtjv ut-smr 9) 

ifc£: 1 1 1-1 1 2t: 

'H-NMR (DMSO-d 6 ) <5 : 1. 24(3H, t, J=7Hz), 2. 59(3H, s), 3. 68(2H, s), 
4. 1 2 (2H, q, J=7Hz) , 7. 03 (2H, t, J=8Hz) , 7. 35-7. 47 (3H, m) , 7. 87 (1H, s) , 
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7.91(2H,d, J=8Hz),8. 89 (1H, brs) 

mmm 1 6 < 8 > 

2-*^)l- 3-7I-MM-M > 5 -*M>ix5 1 ;i/X7f 

;w 8 o ) 

MM. : 1 9 7. 5- 1 9 8t 

'H-NMR (DMS0-d 6 ) 6 : 1. 35 (3H, t, J=7Hz), 2. 69 (3H, s), 4. 34 (2H, q, J=7Hz) , 
7. 49 (1H, d, J=9Hz) , 7. 55-7. 65 (3H, m) , 7. 81 (1H, dd, J=2Hz, J=9Hz) , 
7. 89 (2H, dd, J=2Hz. J=9Hz), 8. 51 (1H, s) 

mmm h ( 9 ) 

5 2 - t^JV- 3 - 7 >F-;U tffr&4fc8 1) 

gfcj& : 205-205. 5 *C 

'H-NMR (DMS0-d 6 ) 6 : 2. 67(3H, s), 7. 33 (1H, dd, J=2Hz, J=9Hz) , 
7. 38 (1H, d, J=8Hz) , 7. 59 (1H, d, J=8Hz) , 7. 63 (2H, dd, J=2Hz, J=8Hz) , 
7. 91-7. 95 (3H, m) , 1 2. 39 (1H, brs) 

mmm 1 6 ( 1 o ) 

5-^D^E-3- (4-^PD7x-MWXJW - 2 -X^lz-f > }**-)]/ 

(to&m* 2) 

: 204-204. 5 "C 
'H-NMR(CDCl 3 + DMSO-d 6 ) <5 : 1. 31 (3H, t, J=8Hz), 3. 13(2H,q, J=8Hz), 
7. 24 (1H, t, J=8Hz), 7. 28 (1H, t, J=8Hz), 7. 42 (2H, dd, J=2Hz, J=9Hz), 
7.87(2H,dd, J=2Hz, J=9Hz),8. 14(lH,d, J=2Hz), 11. 33(1H, brs) 

mmm 1 6 (id 
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1 1 9 - 1 2 0*C 

'H-NMR (DMS0-d 6 ) 5 : 2. 70 (3H, s), 7. 52-7. 65 (5H, m), 7. 99 (2H, dd, J=2Hz, J=8Hz) . 
8. 23 OH, s) 
mmW 16 (12) 

5-^0^-2, 7 - P**)V- 3 - 7i-JW^$-JK> 
#18 4) 

tttt : &&mm 

'H-NMR(CDC1 3 ) 6 : 2. 41 (3H, s), 2. 74(3H, s) , 7. 13 (1H, d, J=2Hz) , 

7. 42-7. 53 (3H, m) , 7. 95 (2H, dd, J=2Hz, J=7Hz) , 8. 03 (1H, s) , 8. 47 (1H, s) 

mmm 1 6 c 1 3 > 

(5 -^D^- 3 - (4-^DD7iZMM-JW -f >H— ;P-2 — ( JV) 

ifl^JH^T^ ({b^8 5) 

144* : ^atft-^ - , = . , 

'H-NMR (CDC 1 3 ) (5 : 1. 23(3H, t, J=8Hz) , 2. 59 (3H, s), 4. 11 (2H, q, J=8Hz) , 

6. 98-7. 07 (2H, m) , 7. 35-7. 48 (3H, m) , 7. 87 (1H, s) , 7. 92 (2H, d, J=8Hz) , . 
8.89(lH,brs) 

6 (14) 

-^8-6-) 

IKjft: 2 4 1-2 4 2-C 

"^STbMslPdy^^ 

7. 92 (2H, dd, J=2Hz, J=7Hz) ,8.14 (1H, s) 

mmm h (15) 
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tt« : M&m* 

: 2 3 1. 5-233. 5*C 
'H-NMR (CDC 1 3) <5 : 2. 67 (3H, s) , 2. 71 (3H, s), 7. 29(1H, dd, J=2Hz, J=8Hz) , 
7. 36-7. 52 (4H, m) , 7. 83 (1H, d, J=8Hz) , 7. 95 (2H, d, J=7Hz) , 8. 62 (1H, s) 

nmmi 6 (u) 

( 2 -*J-)V- 3 - 7i-j|/XJI/*-jk > H— 5 WiS6^>^;ux 

Xf^ Oft^»8 8) 

'H-NMR (CDC I j) <5:2.67 (3H, s) , 3. 79 (2H, s) , 5. 1 5 (2H, s) , 7. 05-7. 1 5 (2H, m) , 
7. 32-7. 50 (8H, m) , 7. 94 (2H, s) , 7. 96 (1H, s) , 8. 59 (1H, brs) 

mmm 1 e (17) 

H-;p (fl?&*8 9) 
'144* : m&Vtt 
MM : 2 6 0-2 6 It 

'H-NMR (DMSO-d 6 ) <5 : 2. 62 (3H, s) , 4. 78 (2H, s) , 7. 00(1H, d, J=8. 5Hz) , 

7. 28 (1H, d, J=8. 5Hz) , 7. 50-7. 80 (9H, m) , 7. 82 (2H, d, J=8. 0Hz) , 12. 20 (1H, brs) 

mmm 1 6 as) 

5 -y/y *^)V- 2 3 > k— ;p (^k-& 

i90) 

: 204-204. 5 T: 
'H-NMR (DMSO-dj) <5 : 2. 67 (3H, s) , 4. 1 2 (2H, s) , 7. 1 5 (1H, dd, J=2Hz, J=8. 5Hz) , 
7. 46 (1H, d, J=8. 5Hz) , 7. 52-7. 65 (3H, m) , 7. 86 (1H, s) , 
7. 92 (2H, dd, J=2Hz, J=8. 5Hz) , 12. 20(1H, brs) 

mmm 1 6 ( 1 9 > 
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^;i> (fc-a-tf 9i) 

: &tm&m* 

Mjft : 1 9 5 . 5- 1 9 613 

'H-NMR (DMS0-d 6 ) <5 : 2. 70 (3H, s) , 5. 39 (2H, s) , 7. 36-7. 39 (1H, m) , 
7. 44 (2H, t , J=8Hz) , 7. 49-7. 55 (3H, m) , 7. 57-7. 63 (3H, m) , 
7. 84 (1H, dd, MHz, J=8Hz), 7. 90 (2H, d, J=8Hz), 8. 54 (1H, s) 
16 (20) 

5 -^y~J)V7,)V-^=-)V^)V- 2-^)V- 3-7i^;i/7^M > K— 
^ «fr&«f 9 2 ) 

:'2 0 2-2 0 3t 
'H-NMR (CDC 1 3 ) 6 : 2. 69 (3H, s) , 4. 06 (2H, s) , 4. 21 (2H, s), 7. 21-7. 31 (1H, m) , 
- 7. 34-7.46(9H,m), 7. 93 (2H,dd, J=2Hz, J=8Hz)., .7. 98 (1H, s) ,10. 63 (1H, brs) 

mmm 1 6 (21) 

2 - (2 3-7i-J^M^M > F— ;U- 5 — f )l*^Jl7.)l>fc 

-;U) ^Ift/^l/XXr;!/ (^#3 9 3) 

tt« : ISfitfr* 

Hftj^C : 1 0 8- 1 0 9t 
LH=miRir.nrJ a ) : 2. 64 (3H. s) . 4. 06 (3H. s) . 4. 85 (2H. s) . 7. 09 (1H, d, J=8Hz) , 

7. 1 1 (1H, d, J=8Hz) , 7. 36 (1H, d, J=8Hz) , 7. 41-7. 48 (3H, m) , 7. 56 (1H, d, J=8Hz) , 

7. 60 (1H, d, J=8Hz) , 7. 69 (1H, d, J=8Hz) , 7. 90 (3H, d, J=8Hz) , 8. 77 (1H, brs) 
WlfcMl 6 (2~2) " '" "~ 

5 - t e r t-7*h^^>*;i/^-;l/T^y-2-p<9 1 ;i/-3- (2-hfU^;UX 
;^-;i/) <>F-;u (^9 4) 

fit*: : »a»6»* 
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MM : 155-157*0 

'H-NMR (DMS0-d 6 ) 6 : 1. 47 (9H, s), 2. 66(3H, s), 7. 24(2H, d, J=9Hz), 

7. 59 (1H, dd, J=4Hz, J=8Hz) , 7. 96 (1H, s) , 8. 08-8. 1 1 (2H, m) , 8. 62 (1H, d, J=4Hz) , 

9. 17(lH,brs),12.06(lH, brs) 

■m&m i6 (23) 

3- (2 3-7 JLZDVXfr-fciDW >F-;U- 5 — 010 -2, 4 
(1H, 3H) V>i?*> (M9 5) 

Ibft: 2 9 6-2 9 9t 

'H-NMR (DMS0-d 6 ) (5 : 2. 73(3H, s), 7. 11 (1H, d, J=8Hz), 7. 23-7. 27(2H,m), 
7. 47<1H, d, J=8Hz) , 7. 55 (2H, d, J=8Hz) , 7. 60-7. 63 (1H, m) , 7. 72 (1H, t, J=8Hz) , 

7. 76 (1H, s) , 7. 86-7. 97 (3H, m) , 1 1 . 52 (1H, s) , 1 2. 33 (1H, s) 

mmmi 6(24) 

5 - 7 ; - 3 - 7xrMMzM > H-JP Wfc-&«J9 6) 

»£: 1 1 9 - 1 2 0*C 

'H-NMR (DMS0-d 6 ) 6 : 2. 04 (3H, s) , 7. 40 (1H, d, J=9Hz) , 

7. 48 (1H, dd, J=2Hz, J=9Hz) , 7. 55-7. 60 (3H, m) , 7. 93(2H, dd, J=2Hz, J=8Hz) , 

8. 08 (1H, d, J=2Hz) , 8. 1 2 (1H, s) , 9. 94 (1H, s) , 1 1 . 80 (1H, brs) 
^MM 16 (25) 

5 -^>*/-f ;V75 y - 3 - 7i-jw;1/*^;k > h-ji/ ifc&m 9 7) 

8 9-910 

'H-NMR (DMS0-d 6 ) 5 : 7. 46 (1H, d, I=9Hz), 7. 52-7. 59(6H,m), 7.70(lH,d, J=9Hz), 
7. 96-8.00(4H,m),8. 15 ClH, s),8.28(lH, s), 10.29(1H, s), 12.25(1H, s) 
MMM 16 (2 6) 
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N— (3-7x-;i/7M-M>K-^- 5— OW -N* -7i-;^l/7 
9 8 ) 

MM. : 2 42- 2 4 3t 

'H-NMR (DMS0-d 6 ) <5 : 6. 96(1H, t, J=8Hz) , 7. 26-7. 31 (3H, m) , 7. 40 (1H, d, J=9Hz) , 
7. 46 (2H, d. J=8Hz) , 7. 56-7. 60 (3H, m) , 7. 94 (3H, d, J=6Hz) , 8. 1 1 (1H, d, J=3Hz) , 
8.56(1H, s),8.70(lH, s), 12.17(lH,s) 

mmm 1 6 (27) 

3-7x-;uji/*-JH5- (4-hjpx>7>M-;i/75y) -r>h*— ;u 
(fls^fc 9 9 ) 

K£: 2 1 0-2 1 2"C 

'H-NMR (DMS0-d 6 ) 5 : 2. 30(3H, s) , 6. 99 (1H. dd. J=2Hz, J=9Hz) , 

7-. 27-C2H, d, J=9Hz)„ 7. 34 (1H, d,_J=9Hz) ,7.. 52-7,63 (5H,jnh 7. 64(1 H. t, J=8Hz) , 

7. 86 (2H, d, J=8Hz) , 8. 1 2 (IH, s) , 10. 06 (1H, brs) , 1 2. 21 (1H, brs) 

nmm r 6 < 2 8 ) 

5-tert h=¥ v*M-;i/75 7 - 3 - 7i-J^;P*zM > H-;i/ 

uk&mi o o) 

-~m& : -2-2-2 5_^.2._2_3J3_ 

'H-NMR (DMS0-d 6 ) 6 : 1 . 49 (9H, s) , 7, 35 (2H, d, J=9Hz) , 7. 54-7. 59 (3H, m) , 
7. 89-7. 96 (3H, m) , 8. 08 (1H, d, J=4Hz) , 9. 28 (1H, brs) , 1 2. 1 3 (1H, brs) 

»~#dl1T( 2 9 ) — 

5 -zfn^- 3 - * & >7>)l>*-)l'- 2 - t^jl^C >H-;u Uk&Voi 0 l) 

: mmt* 

MM : 2 1 1-2 1 3t 
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'H-NMR (DMS0-d 6 ) 6 : 2. 61 (3H, s), 3. 13 (3H, s), 7. 32 (1H, dd, J=2Hz, J=8Hz), 
7. 39 (1H, d, J=8Hz) , 7. 89 (1H, d, J=2Hz) ,12.29 (1H, brs) 

mmm 1 6 ( 3 0 ) 

3- (3-7i-J^W-M>F-;h5--fJW -2, 4 (1H, 3H) 



: 217-218'C 
'H-NMR (DMSO-d 6 ) 5 : 7. 17(1H, d, J=9Hz) , 7. 23 (2H, t, J=9Hz), 7. 53-7. 60 (4H, m), 

7. 70 (1H, t, J=8Hz) , 7. 94 (1H, s) , 7. 95 (1H, d, J=8Hz) , 7. 99 (2H, d, J=8Hz) , 
8.29(lH,s), 11. 54 (1H, brs), 12. 44(1H, brs) 

mmm 1 6 (3D 

2, 5 - ^/f)l/- 3 - 7x^XMzM > h*-^ (M10 3) 
St * : 1 64- 1 6 6t 

'H-NMR(CDC1 3 ) (5 : 2. 49 (3H, s) , 2. 76 (3H, s) , 7. 07 (1H, d, J=8Hz) , 

7.21 (1H, d, J=8Hz) , 7. 30-7. 54 (3H, o) , 7. 87 (1H, s) , 8. 01 (2H, dd, I=2Hz, J=8Hz) , 

8. 42 (1H, brs) 

mmmi 6 02) 

5 3 -7^-)\>*)V-fo-)l-1>\z—)V (it-SMI 0 4) 
MM : 179-18213 

'H-NMR (CDCI3) 6 : 7. 24-7. 42(2H,m), 7. 42-7. 60(3H,m), 7. 84-7. 91 (lH,m) , 
7.96-8. 10 (3H,m), 9.15 (1H, brs) 

mi&m 16(33) 

5 - ^Pt - 3 - 7iz;PX^7-f -K > )V (itSmi 0 5) 
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M£ : 1 1 7 - 1 1 9*C 

'H-NMR(CDC1 3 ) 6 : 7. 13 (1H, d, J=9Hz) , 7. 23(1H, dd, J=9Hz, 2Hz) , 
7. 46-7. 60 (5H, m) , 7. 68 (2H, dd, J=8Hz, J=2Hz) , 9. 87 (1H, brs) 

mmmi 6(34) 

3- (4-^^71^^^) -5- (7i^jnf-ji') -r>K-;u 

10 6) 
»i: 182-185t 

'H-NMR(CDC1 3 ) <5 : 2. 37 (3H, s), 7. 25-7. 30 (2H, m) , 7. 30-7. 40 (4H, m) , 
7. 43 (1H, d, J=5Hz) , 7. 56 (2H, dd, J=7Hz, J=2Hz) , 7. 88 (1H, d. J=3Hz) , 
7. 92 (2H, d, J=8Hz) , 8. 1 2 (1H, s) , 9. 04 (1H, brs) 
$mM 16 (35) 



: M&B* 
1 3 2 - 1 3 5 

'H-NMR(CDC1 3 ) <5 : 2. 35(3H, s), 5. 11 (2H, s), 6. 97(1H, dd, J=8Hz, J=2Hz) , 
7. 20 (2H, d, J=3Hz) , 7. 27 (1H, d, J=9Hz) , 7. 33-7. 38 (1H, m) , 7. 38-7. 44 (3H, m) , 
7. 46 (2H, d, J=8Hz) , 7. 78 (1H, d, J=3Hz) ,7.81 (2H, d, I=8Hz) , 8. 85 (1H, brs) 

Hm0!l-l-6-(-3-6j 



m^r'i4 T- i 4 3 X: 

'H-NMR(CDC1 3 ) <5 : 5. 12 (2H, s) , 6. 98-7. 02 (1H, m) , 7. 22-7. 32 (2H, m) , 
7. 32-7. 51 (8H, m) , 7. 80(1H, d, J=3Hz), 7. 90-7. 96 (2H, m) , 8. 89 (1H, brs) 

mmm ie (37) 



59 



wuui/j^i PCT/JPOO/07590 

2- (5-yo^-2-p4^;^>H-;P-3-<;^^3is-;U) £M=gg/*> 

(fl^fc 109) 

: 168-170t 
'H-NMR(CDC1 3 ) <5 : 2. 62 (3H, s) , 5. 36 (2H, s) , 6. 99 (1H, d, J=9Hz) , 
7. 20-7. 25 (1H, m) , 7. 30-7. 39 (3H, m) , 7. 43 (2H, d, J=7Hz) , 7. 50-7. 60 (3H, m) , 
8.00-8.07(2H,m),8. 57(lH,brs) 

mmm ie (38) 

5 -^>y< )v- 2 - 3 -7iz)^;p*zm > K-;i/ (<ft-& 

#1110) t5-^>>y-r;p-2-^^;p-3-7ai-;i/x;i/7-<-;K>H 
ill) 

5 - ^>>/-r - 2 - 3 -^^-;^^-r > F-;n£fflv>T^ii& 

0iJl6 (1) tPlCMTK^tfc. S^<£3%M8it^hU^A^5 
0mlT?3IU^bfco MifC^liSlLfc, ^JlfcM&j&&fc«B&L 

-ffc-n-^ 110 

St& : 211. 5-212'C 

'H-NMR (DMS0-d 6 ) 6 : 2. 73 (3H, s) , 7. 55 (1H, d, J=9Hz) , 7. 58-7. 75 (9H, n) , 
7.87(2H,d, J=8Hz),8.23(lH,s), 1 2. 60 (1H, brs) 
111 

git£ : 1 5 7. 5- 1 5 813 

'H-NMR (DMS0-d 8 ) 6 : 2. 73 (3H, s) . 7. 42 (2H, d. J=9Hz) , 7. 46-7. 65 (1 OH, m) , 
7. 66(lH,d, J=8Hz), 12. 30(1H, brs) 
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mmm i6 (39) 

5 -ya=E- 3 - (4-tHD^'>7izJWM-iH - 2 - pWM* > F— 
;p (<b£"tU 1 2) i5-^at-3- (4-kHo + y7xZJW;i/7-f- 

;w -2-^^;k>f— ;u (fl;-&tiii3) 

5-> r P ; e-2 -*3\M/- 3- (4-tFD^>7xZm) -<>H— 
ffiV^TM^Jl6 (1) i|Wiao^TM$1tfeo KJtStt* 3 XMHEBW- h U 
"7A«5 Oml T30i5fe^L,Jt. ^©t#O^MlUfc. £*ftJSttK& 

\\&m 1 1 2 

ffl& : 2 3 8 . 5-2 3 9. 5 *C 

'H-NMR (DMS0-d B ) 5 : 2. 64 (3H, s), 6. 89 (2H, d, J=8Hz), 7. 31 (1H, d, J=8Hz), 
7. 36 (1H, d, J=8Hz)., 7, 74 (2H, d, J=8Hz), 7.93 (lH. s), 10. 44 (lH,s), 
12.27(lH,s) 
113 

m& : 1 1 7 . 5-118. 5 "C 

'H-NMR (DMS0-d 6 ) 5 : 2. 63 (3H, s) , 6. 90(2H, dd, J=2Hz, J=9Hz) , 

7~20XlH,-dd,J-2Hz,J=9Hz)^ 

7. 41 (2H, d, J=9Hz) , 9. 96 (1H, s) , 1 1 . 99 (1H, s) 

mmm n (d 

,!:2-^fJP-4-rho-3-7i-;i'7JV*rjK>F--'l' ({L^ 
ifel 1 5) 

3-zbD7-'j>ti - y^—frtt- 2 - -fun j >^m^x^mm3 
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( i ) mm<oj5m-cn&m$i<D 2 4 - - h p - 3 > 
F-jpt 2 - ^ ^i/- 6 - - h □ - 3 - 7 izj^t^ > h-;kd 1 : im&m 

115 

IMjM : 2 0 7. 5 - 2 0 9 "C 

'H-NMR(CDCl 3 +DMS0-d 6 ) (5 : 2. 75 (3H, s) , 7. 44-7. 55 (3H, s), 
7. 94 (2H, dd, J=2Hz, J=7Hz) , 8. 08 (IH, d t , J=2Hz, J=8Hz) , 
8. 1 0 (1H, dd, J=2Hz, J=8Hz) , 8. 26 (1H, d, J=2Hz) ,12.02 (1H, brs) 
tt&m 116 

: 239-240*0 
'H-NMR(CDCl s +DMS0-d 6 ) <5 : 2. 87 (3H, s) , 7. 22 (1H, t, 8Hz), 7. 48-7. 57 (4H, m) , 
7. 59(1H, dd, J=lHz, J=9Hz), 7. 95 (1H, dd, J=lHz, J=9Hz), 12. 08(1H, brs) 

mmmi i (2) - (3) 
mm\ 7(1) tmmizisx. ot© ut&vn 1 6) - ut&mi 1 8) 

M^ll 7 (2) 

2 3-7I-MW-JK > K— )V- 6 -#;i/#>^ i?;|/X7, 

itt&mi 1 6) 

ifi^C : 2 0 1 -2 0 2X; 

'H-NMR(CDC1 3 ) <5 : 1 . 40 (3H, t, J=7Hz), 2. 78 (3H, s) , 4. 39 (2H, q, J=7Hz) , 
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7. 42-7. 53 (3H, m) 7. 92 (1H, dd, J=2Hz, J=8Hz) , 7. 97 (2H, dd, J=2Hz, J=8Hz) , 
8. 06 (1H, d, J=2Hz) , 8. 08 (1H, d, J=8Hz) , 8. 97 (1H, brs) 

T)V UttrW 117) 

M: 1 3 4. 5 - 1 3 6. 5*C 

'H-NMR(CDCI 3 ) 6 : 1. 26 (3H, t, J=7Hz) . 2. 56(3H, s),4. 29(2H, q. J=7Hz), 
7. 17 (1H, t, J=8Hz) , 7. 31 (1H, dd, J=lHz, J=8Hz) , 7. 35 (1H, dd, J=lHz, J=8Hz) , 
7. 41-7. 51 (3H, m) , 7. 92 (1H, d, J=2Hz), 7. 93 (1H, d, J=8Hz) , 9. 45 (1H, brs) 

mmmi i (3) 

( 2 3 - > v—)v- 4-^)i) mm^)^7, 

y-)V (At%m 118) 

'H-NMR(CDC.l 3 ) 6 : 2. 69 (3H, s), 3. 67 (5H, brs)-, 7.. 12(1H, d, J=8Hz), 
7. 15 (1H, s) , 7. 40-7. 51 (3H, m) , 7. 96 (3H, d, J=6Hz) , 8. 78 (1H, brs) 

nmm is (d 

5-^-1- (4-^DD^>7^iW -3- (4 -^DD^ni-;UX;i/7^ 
-;!/) -2-^5 1 ;^>r ; -;i/ (te£#l 1 9) 

5 -yn^e- 3 - (4-^nP7i-j^;^zjw -2-*3 i ;H'> k— ;p 

oUh'7 5mgi4-^^^;U75/tfU^>5mg^JPAT|WI^T9 0 #Jfc# 
5J)0^TiIl/T, ±.Uik-£m* 1 0 6mgffc t 
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MM. : 162-163. 5 "C 

'H-NMR (CDC 1 3 ) 6 : 2. 72 (3H, s) , 6. 80 (1H, d, J=9Hz) , 7. 25 (1H, dd, J=2Hz, J=9Hz) , 
7. 49 (4H, dd, J=3Hz, J=9Hz) , 7. 65 (2H, d, J=9Hz) , 7. 93 (2H, d, J=9Hz) , 
8.31 (lH,d, J=2Hz) 

mmmi 8 (2) - (5 3) 
hwji 8(1) tmmizLx. rt© (K&mi 20- w&mi 1 1) 

mmm 18(2) 

5-^D^-l- (4-i7DD^>y-fjW -2-^^-3- (4-*^)iy 

x.=.)i,x)V*=.)V) <>h*-;i^ tfb'&Wi 2 0) 

18 0. 5-18 1. 5t 
'H-NMR(CDClj) 6 : 2. 41 (3H, s) , 2. 72 (3H, s) , 6. 80 (1H. d, J=9Hz) , 
7. 24 (1H, dd, J=2Hz, J=9Hz) , 7. 32 (2H, d, J=9Hz) , 7. 50 (2H, d, J=9Hz) , 
7. 64 (2H, d, J=9Hz) , 7. 88 (2H, d, J=9Hz) , 8. 33 (1H, d, J=2Hz) 

mmm is (3) 

3- (^>^;ux;i/*— JU) - 5-ynt-i - (4-^nn^>^j|/) -2 
>h-;p 1 2 1) 

^: 141-141. 5"C 

'H-NMR(CDC1 3 ) 5 : 2. 02 (3H, s), 4. 39 (2H, s) , 6. 89 (1H, d, J=9Hz) , 
7. 06 (2H, d, J=7Hz) , 7. 21-7. 35 (4H, m) , 7. 49 (2H, d, J=9Hz) , 7. 56 (2H, d, J=9Hz) , 
8.08(lH,s) 
nmmi 8 (4) 

5 -^Ot- 1 - (4-^PP^>l/-T;W -3- (3-^h+'>7x-;^ 
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: 2 1 5 . 5 - 2 1 6 "C 
'H-NMR(CDC1 3 ) <5 : 2. 73 (3H, s) , 3. 85 (3H, s) , 6. 80 OH, d, J=9Hz) , 
7. 09OH, dd, J=2Hz, J=8Hz), 7. 24(1H, dd, J=2Hz, J=8Hz), 
7. 42 (1H, dd, J=2Hz, J=8Hz) , 7. 47-7. 58 (4H, m) , 7. 65 (2H, d, J=8Hz) , 
8.34(lH,d, J=2Hz) 
mMm 18 ( 5 ) 

{1- U-^DO^OlAf )V) — 2 -^)V- 3 -7xZMJl'*rJK > H 

5 — r;u) tix^n^f^ ({£GVsi 2 3) 

5 4- 5 4. 5 <C 
'H-NMR(CDC1 3 ) (5 : 1.26 (3H, t , J=7Hz) , 2. 74 (3H, s) , 3. 72 (2H, s) , 
4. 1 6 (2H, q, J=7Hz) , 6. 86 (1H, d, I=9Hz) , 7. 09 (1H, d, J=2Hz, J=9Hz) , 
7. 46-7. 58 (5H, m) , 7. 66 (2H, d, J=9Hz) ,8-01 (2H, dd, J=2Hz, J=9Hz) , 8. 09 (1H, s) 
18 ( 6 ) 



5-yP^E- 1 - (4-^W$/^7<;W -3-**>XA>fr~)1s- 
2-^)V^>^—)V 2 4) 

_iH=NMR-(CDCl 3 )— d-:-2,^ 

6. 99 (1H, d, J=8Hz) , 7. 23-7. 29 (1H, m) , 7. 59 (2H, d, J=8Hz) , 8.18 (1H, s) 

nmm 1 8 ( 7 > 

1 _: "(4 M^" o"n^>i/^;w - 3 - "(4 -b a ny 3lzl)VX')V^~)V) -2, 

5-^^;w>h-;p (^»i2 5) 

: 1 6 7 - 1 6 8 *C 
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■H-NMR(CDC1 3 ) 6 : 2. 44(3H, s), 2. 74(3H, s), 6. 76(1H, d, J=8Hz), 

6. 95 (1H. d, J=8Hz) , 7. 26-7. 49 (4H, m) , 7. 66 (2H, dd, J=2Hz, J=8Hz) , 7. 9 1 (1H, s) , 

7. 94C2H, dd, J=2Hz, J=8Hz) 

18 ( 8 ) 

1- (4-^nn^>^jW -2-^^)1- 6--hn-3-7xZMM 

— ;K > H-;i/ «t:^«i 12 6) 

tttt : 

S6,& : 1 5 9. 5-160. 5 TJ 

'H-NMR(CDC1 3 ) <5 : 2. 75 <3H, s) , 7. 55 (4H, d, J=8Hz) , 7. 61 (1H. t, J=8Hz) , 

7. 68 (2H, d, J=9Hz) , 7. 99 (3H, t, J=8Hz) , 8. 21 (1H, d, J=9Hz) , 8. 33 (1H, d, J=9Hz) 

mmmi 8 o) 

1- (4-^OD^>^jW -2-^^-4-ZhD-3-7x-JUM 

-)v^>v-)v m-smi 27) 

: 210-211t 
'H-NMR(CDC1 3 ) c5 : 2. 80(3H, s), 7. 21 (2H, d, J=8Hz), 7. 42-7. 61 (6H,m), 
7. 68 (2H, d, J=9Hz) , 7. 95 (ZH, d, J=9Hz) 

mmm is c 1 o ) 

i- (4-#nn^>\Af;W - 2 -pwp- 3 -7x-;w;toK>K- 
6 -AM>iif;i/X7T^ (•fb^-tj 1 2 8 ) 

ffl& : 1 4 2. 5 - 1 4 3 *C 

'H-NMR(CDC1 3 ) d : 1.31 (3H, t,J=7Hz), 2.76 (3H.s), 4.29 (2H, q, J=7Hz), 

7. 49-7. 61 (5H, m) , 7. 66 (1H, s) , 7. 68(2H, dd, J=2Hz, J=9Hz) , 

7. 99 (1H, dd, J=2Hz, J=9Hz) , 8. 01 (2H, d, J=8Hz) , 8. 22 (1H, d, J=9Hz) 

mmm is (id 
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1- (4-^PP^> % /-f ;W - 2-*J-)V- 3 > H— 

;i/-4-A^>»lfJHXf^ Mfr&Wl 2 9) 

Rkjft : 161. 5-162. 5 *C 

'H-NMR(CDC1 3 ) 6 : 1. 32 (3H, t, J=7Hz), 2. 64(3H, s) , 4. 38(2H, q, J=7Hz) , 

7. 09 (1H, d. J=8Hz) ,7.19 (1H, t, J=8Hz) , 7. 40 (1H, d, J=7Hz) , 7. 48-7. 61 (5H, m) , 

7. 67 (2H, d, J=8Hz) , 8. 05 (2H, d, J=8Hz) 

m&m is (12) 

l- (4-^oo^>y>r;i/) - 2 -*j-y\,~ 3 -y > f— 

;p-5-AJ^>ix^xxf^ Wfc-&«i 3 0) 

jRfcft : 1 9 2. 5- 1 9 4*C 

'H-NMR(CDC1 3 ) 6 : 1 . 42 (3H, t, J=7Hz) , 2. 77 (3H, s) , 4. 41 (2H, q. J=7Hz) , 

6. 95 (1H, d; J=9Hz) , 7. 45-7. 62 (5H, m) , 7. 67 (2H, d, J=8Hz), 7. 85 (1H, d, J=8Hz) , 

8.04(2H,d, J=8Hz),8. 85(lH,s) 

mmm is (13) 

5-y*n=E- 3 - (4-^nD7x-JW;^zjW -1- (4-£?nm^>i/ 
-f;u) -2-x3Mi"f >F-;i/ (fls^*i 3 1) 

— Il&-:--l--2-6-=-l--2-6 — 5X 



'H-NMR(CDCl 3 ) <5 : 1. 17(3H, t, J=8Hz) , 3. 26 (2H, q, J=8Hz) , 6. 62 (1H, d, J=9Hz) , 
7. 21 (1H, dd, J=2Hz, J=9Hz) , 7. 49-7. 53 (4H, m) , 7. 64 (2H, dd, J=2Hz, J=9Hz) , 
7. 94(2H, dd, J=2Hz, J=9Hz), 8. 31 (TCd, J=2Hz) 

mmmi 8(14) 

1- (4-i'DD^>V*'f;W - 5 -%/7J- 2 -*5\M^- 3 -y^~)V7,)VHs 

-)v-oy-)v {K&mi 3 2) 
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It& : 1 9 9. 5-200. 5 *C 

'H-NMR(CDCl 3 ) 5 : 2. 75 (3H, s), 7. 05 (1H, d, J=9Hz) , 7. 41 (1H, d, J=8Hz) , 
7. 50-7. 68 (7H, m) , 7. 99 (2H, d, J=8Hz) , 8. 55 (1H, s) 
m&m 18 (15) 

(4-^f^7$y^>y-fJW -2-^fJ|/-3-7x- 
JWV-fc—JM > «b^% 13 3) 

: ffi7 : EJl'7 7X 
Rb£ : 6 8 - 6 9 1: 

'H-NMR(CDC1 3 ) 6 : 2. 71 (3H, s), 3. 14(6H, s) , 6. 64(2H, d, J=9Hz), 

6. 94 (1H, d, J=9Hz) , 7. 23 (1H, dd, J=2Hz, J=8Hz) , 7. 49-7. 58 (4H, m) , 

7. 91 (1H, d, J=9Hz) , 8. 00 (2H, d, J=8Hz) , 8. 32 (1H, d, J=2Hz) 



$mm is (i6) 

(l- (4-^oD^>7-fJW - 2 - * j-)V- 3-7x > K 

■H-NMR(CDC1 3 ) 6 : 2. 71 (3H, s) , 3. 57(2H, s) , 3. 62(3H, s), 6. 91 (1H, s), 

7. 22 (1H, d, J=8Hz) , 7. 48-7. 59 (5H, m) , 7. 67 (2H, d, J=8Hz) , 8. 00 (2H, d, J=8Hz) , 

8. 1 1 (1H, d, J=8Hz) 

mmm is c 1 7 ) 

5 2 -^^-l- (2-^)V^>'MM -3-7i-^* 
> K— )V 13 5) 

M& : 149-149. 5 "C 

'H-NMR(CDC1 3 ) <5 : 2. 34 (3H, s) , 2. 65 (3H, s) , 6. 83 (1H, d, J=9Hz) , 

7. 23 (1H, d, J=9Hz) , 7. 27 (2H, d) , 7. 36 (1H, d, J=8Hz) , 7. 48-7. 62 (4H, m) , 
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7.98(2H,d, J=8Hz),8.34(lH, s) 

mmm is ( 1 8 ) 

2-^)V- 1 - (2-*3 L )l^>"M)\s) - 3-7x-MW-;P- 5- h 

u^;^d^^;k>f-;u ort-g-m 3 6) 

: 4§fi*ft* 
IMjft : 110-110. 5t: 

'H-NMR(CDC1 3 ) 6 : 2. 38 (3H, s) , 2. 69 (3H, s) , 7. 05 (1H, d, J=9Hz) , 

7. 27 <2H, dd, J=4Hz, J=7Hz) , 7. 38 (2H, dd, I=4Hz, J=7Hz) , 7. 50-7. 61 (4H, m) , 

7. 99 (2H, d, J=8Hz),8.48(lH, s) 

mmm 1 8 ( 1 9 ) 

1- (4-^ua^>"MM -2-*3-)V- 3-7x-MJl/fcJP- 5 - h 
U7Md^5 ; ;K>H-J1' Ut^Ml 3 7) 

: 1 6 9 - 1 7 0-C 
'H-NMR(CDC1 3 ) (5 : 2. 76 (3H, s) , 7. 04(1H, d, J=9Hz) , 7. 40 (1H, d, J=9Hz) , 
7. 49-7. 64 (5H, m) , 7. 66 (2H, d, J=8Hz) ,8.01 (2H, d, J=8Hz) , 8. 49 (1H, s) 

mmw 1 8 (20) 

5 -^>lAT;i/- 2-^)1-1- (2 -^)V^>V-i )V) -3-7x"M 
)V*-)V-< > K-JU Mt-S-fe 13 8) 

— tt^t^&ta* 

m& : 142-144t 

'H-NMR(CDC1 3 ) <5 : 2.41 (3H,s), 2.76 (3H,s), 7.03 (lH,d,J=9Hz), 
"7". 29 (2H, d~ J=7Hz)V7.79(lH7d~,"j=7Hz)r7" 48-7". 67(8H, m), 
7. 78 (2H, dd, J=2Hz, J=8Hz) , 7. 95 (2H, dd, J=2Hz, J=8Hz) , 8. 52 (1H, d, J=2Hz) 
mm 18(21) 

5 -1>*M )V- 1 - (4-^PP^>V-<;i/) - 2 -*^)V- 3 -7iZJI/7 
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^jfc-;K > 13 9) 

Hjft : 7 4 - 7 5 1: 

'H-NMR(CDC1 3 ) (5 : 2. 81 (3H, s) , 7. 03(1H, d, J=9Hz) , 7. 42-7. 72 (1 1H, m) , 
7. 79 (2H, dd, J=2Hz, J=7Hz) , 7. 97 (2H, dd, J=2Hz, J=7Hz) , 8. 53 (1H, d, J=2Hz) 
mMM 18 (22) 

*-;m- > h-;w 14 0) 

tt« : 

MjA : 178-179. 5t 

'H-NMR(CDC1 3 ) 6 : 2. 38 (3H, s) , 2. 68 (3H, s) , 2. 71 (3H, s), 6. 98 (1H, d, J=9Hz), 
7. 28 (2H, d, J=9Hz) , 7. 38 (1H, d, I=8Hz) , 7. 48-7. 62 (4H, m>, 
7. 77 (1H, dd, J=2Hz, J=9Hz) ,8.01 (2H, d, J=8Hz) , 8. 76 (1H, s) 

mmm 1 8 (23) 

S-7-t?-)V- 1 - (4-i/DD^/<JW -2-^5 i ;U-3->'x^X;i' 
■fc-M > H-;p (fb-&#J 14 1) 

Bb& : 181. 5-183. 5 "C 

'H-NMR(CDC1 3 ) 5 : 2. 69 (3H, s) , 2. 76 (3H, s) , 6. 97 (1H, d, J=9Hz), 
7. 47-7. 63 (5H, m) , 7. 67 (2H, d, J=9Hz) , 7. 80 (1H, d, J=8Hz) , 8. 03 (2H, d, J=8Hz) , 
8.77(lH,s) 
mn&\ 18(24) 

2, 5-zS*?-)U-l- {4-i?*9-)V7*S<*.>*M)V) -3-7 3L-)lX)l 
7js-;u-f > h*-;w 14 2) 

: 8 9 - 9 2 *C 
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'H-NMR(CDCI 3 ) 6 : 2. 45 (3H, s), 2. 71 (3H, s) , 3. 09 (6H, s) , 6. 62 (2H, d, J=9Hz) , 
6. 94 (2H, s) , 7. 43-7. 60 (5H, m) , 7. 93 (1H, s) , 8. 09 (2H, d, J=9Hz) 

mmm is (25) 

(1- (4-y^?;i'75y^> > /<JW -2-^fJl/-3-7xZJ^- 

;k> — r;w h^x^xt^ju (^ii4 3) 

'H-NMR(CDC1 3 ) 6 : 1. 25 (3H, t, J=7Hz), 2. 71 (3H, s). 3. 11 (6H, s), 

4. 1 4 (2H, q, J=7Hz) , 6. 67 (2H, d, J=9Hz) , 7. 09 (1H, d, J=9Hz) , 7. 45-7. 55 (3H, m) , 

7. 58 (2H, d, J=8Hz) , 7. 96-8. 04 (3H, m) , 8. 06 (1H, s) 

mmmi 8 (2 e) 

5-^>r/-f;p-i- (4-^/^7s/^>^;w - 3-y 

'H-NMR(CDCl 3 ) 6 : 2. 79 (3H, s) , 3. 12 (6H, s) , 6. 65 (2H, d, J=9Hz) . 
7. 16 (1H, d, J=8Hz) , 7. 46-7. 65 (7H, m) , 7. 70 (1H, dd, J=2Hz, J=9Hz) , 
7. 79 (2H, dd, J=2Hz, J=8Hz) , 7. 89 (1H, d, J=9Hz) , 7. 97 (2H, d, J=8Hz) , 
8.50(lH,d, J=2Hz) 

mmm is (27) 

(1- (4-^PD^>y-f )V) - 2-^jv-3 -7x-;w;i/*-;H>H 



Rkj£ : 1 3 3- 1 3 5t 

""H-NMRCCDClj) 6 : 2. 75 (3H, s) , 3.78 (2H, s), 5. 1 4 (2H, s) , 6. 84~(lH~,~d, J=Offz) , 
7. 08 (1H, d, J=6. 5Hz) , 7. 3-7. 4 (5H, m) , 7. 45-7. 52 (4H, m) , 7. 52-7. 6 (1H, m) , 
7. 66 (2H, d, J=9Hz) , 8. 0 (2H, d, 1=7. 5Hz) ,8.11 Cl H» s) 

mmwi 8 (2 8) 
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1- (4 -^DP^>y<;U) -2-*^)V-3-7x.-)V7,)V*-)V-S-7 

: 2 2 6. 5-228'C 
'H-NMR(CDC1 3 ) 5 : 2. 71 (3H, s) , 4. 42 (2H, s) , 6. 86 (1H, d, J=9Hz) , 
7. 01 (1H, d, J=9Hz) , 7. 44-7. 70 (1 2H, m) , 7. 95 (2H, d, J=8Hz) , 7. 99 (1H, s) 

mmm is (29) 

1- (4-^PD^>y-r;U) -5-y7/^fJk2-^-3-7x^ 

> F-JP (te"£tl 14 7) 

gfi^C : 1 2 3. 4-1 24t 

'H-NMRCCDClj) <5 : 2. 75 (3H, s), 3. 85 (2H. s), 6. 93 (1H, d, J=9Hz), 

7. HUH, d, J=9Hz) , 7. 49-7. 62 (5H, m) , 7. 66 (2H, dd, J=2Hz, J=7Hz) , 

8. 00(2H,dd, J=2Hz, J=7Hz),8. ll(lH.s) 

mmm is (30) 

5 - A;^>^^>y;i/ixr^ (lt^i4 8) 
: 

Ifcj& : 144-144. 5 T: 

■H-NMRCCDClj) (5 : 2. 78 (3H, s) , 5. 41 (2H, s) , 6. 94 (1H, d, J=9Hz) , 
7. 35-7. 62 (1 OH, m) , 7. 66 (2H, d, J=9Hz) , 7. 87 (1H, dd, J=2Hz, J=9Hz) , 
8.02(2H,d, J=8Hz),8.88(lH, s) 
gzMM 18 (31) 

2- (l- (4-^pp^>\/<;1/) -2-^^;u-3-7x-;ux;u^-;u-r 

#514 9) 
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'H-NMR(CDC1 3 ) 6 : 2. 61 (3H, s) , 4. 06 (3H, s) , 4. 86 (2H, s) , 6. 82 (1H, d, J=9Hz) , 
7. 08 (1H, d, J=8Hz) , 7. 40 (1H, t, J=8Hz) , 7. 49 (2H, d, J=9Hz) , 7. 52 (2H, d, J=9Hz) , 
7. 57(2H, d, I=9Hz) , 7. 62 (1H, t, J=9Hz) , 7. 65 (2H, d, J=9Hz), 7. 70 (1H, d, J=8Hz) , 
7. 99(2H,d, J=8Hz),8. 13(lH,s) 

mmm is (32) 

5- )V7.)\>-fo-)V) *^)V-1- (4-^7DO^>V-r;U) -2-*^ 

)l- 3-7i^^JK>H-;b Ut&Wl 5 0) 

KjA( : 2 0 8 . 7 - 2 1 1 <C 

■H-NMR(CDC1 3 ) <5 : 2. 75 (3H, s) , 4. 15 (2H, s) , 4. 20 (2H, s), 6. 96 (1H, d, J=9Hz) , 

7. 22 (IH, d, J=7Hz) , 7. 39-7. 57(10H, m) , 7. 69 (2H, d, J=9Hz) , 8. 02 (2H, d, J=8Hz) , 

8. 19(lH,s) 

mmmi 8 (3 3) 

5-'<>zs)\'Z)l'ft~ 1 - (4-S?^W5y^>7<;l') -2- 

3 - 7zzjww-M > ut&yoi 5 1) 

i^: 9 4-9 6. 5*C 

'H-NMR(CDC1 3 ) <5 : 2. 74(3H, s) , 3. 12 (6H, s) , 4. 12 (2H, s) , 4. 22 (2H, s) , 
6^65-(2M^J-9Hz-)-,-7U-2Xl^ 
7. 59 (2H, d, J=9Hz) , 8. 01 (2H. dd, J=2Hz, J=9Hz) , 8. 1 5 (IH, s) 

mmmi 8(34) 

5 -ky^)VX)Vi^-)V^)l-l - ( 3 - V&JVT 5 7 ^ >\Af M - 2 - 
^)V-Z-y^^7.)\/T^-)V^>\ i —)V (fc^l 5 2) 

ittjftt: 169-169. 5"C 
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'H-NMR(CDC1 3 ) 6 : 2. 73 (3H, s) , 2. 99 (6H, s) , 4. 12 (2H, s) , 4. 21 (2H, s) , 

6. 87 (1H, d, J=8Hz) 7. 01 (1H. d, J=9Hz) , 7. 07 (1H, s), 7. 11 (1H, d, J=8Hz) , 

7. 22 (1H, dd, J=2Hz, J=7Hz) , 7. 29 (1H, t, J=8Hz) , 7. 44(5H, brs) , 7. 49 (2H, t, J=8Hz) , 
7. 54 (1H, d, J=7Hz) ,8.01 (2H, d, J=7Hz) ,8.17 (1H, s) 

mmm is (35) 

2- (1- (A-V*3-)\sT^J^y s J^)V) -2-^)V- )V7^)V 

#115 3) 

: 1 O 4 - 1 0 4. 5<C 
'H-NMR(CDC1 3 ) <5 : 2. 71 (3H, s), 3. 11 (6H, s), 4. 06(3H, s), 4. 86(2H, s) , 

6. 62 (2H, d, J=9Hz) , 6. 96 (1H, d, J=9Hz) , 7. 06 (1H, dd, J=lHz, J=9Hz) , 

7. 34 (1H, t, J=8Hz) , 7. 47-7. 59 (7H, m) , 7. 68 (1H, d, J=8Hz) , 
7. 95 (2H, dd, J=lHz, J=9Hz) , 8. 04 (1H, s) 

mmm is (36) 

-5-7i-^M-;W5 1 K>K-^ (fls£*Jl 5 4) 

'H-NMR (CDClj) 6 : 2. 69 (3H, s) , 2. 98 (6H, s) , 4. 42 (2H, s) , 

6. 85 (1H, d, J=8Hz) , 6. 99 (2H, d, I=7Hz) , 7. 03 (1H, s) , 7. 23-7. 3 1 (1H, m) , 

7. 42-7. 52 (1H, m) , 7. 59-7. 64 (5H, m) , 7. 93 (2H, d, J=8Hz) 

mnmi 8(37) 

2- (1- (3-?*? : )U7S.yi>*M)V) - 2-^^)1- 3 -7x.~JlX)l 
*155) 
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9 5 - 9 6 *C 

'H-NMR(CDCl 3 ) <5 : 2. 70 (3H, s) , 2. 97(6H, s) , 4. 06 (3H, s) , 4. 86 (2H, s) , 

6. 82 (1H, d, J=8Hz) , 6. 94(1H, d, J=9Hz) , 6. 99 (1H, d, J=9Hz) , 7. 02 (1H, s) , 

7. 07 (1H, d, J=10Hz), 7. 27-7. 29 (1H, m), 7. 36 (1H, t, J=8Hz), 

7. 49-7. 52 (3H, m) , 7. 55-7. 61 (2H, m) , 7. 69 (1H, d, J=8Hz) , 7. 98 (2H, d, J=8Hz) , 

8. 09(lH,s) 

mmm is (38) 

1- (4-y^W5/^>7<JW - 2-^)1- 3-7^-)lX)l*~)l 
-5-7x.-)V7,)Vi$>~)V*^)V-1>F-)V Ut&m 1 5 6) 

'H-NMR(CDC1 3 ) <5 : 2. 68 (3H, s) , 3. 1 1 (6H, s) , 4. 42 (2H, s), 6. 62 (2H, d, J=9Hz), 

6. 99 (1H, d, J=9Hz) , 7. 42 (2H, t, J=8Hz) , 7. 48 (2H, t , J=8Hz) , 7. 54-7. 59 (4H, m) , 

7. 62 (2H, d, J=7Hz) , 7. 88 (2H, d, J=9Hz) , 7. 9 1 (2H, d, J=8Hz) 

mmm 18(39) 

2 - pWU- 1 - ( 3 - i?^ ?JP7 5 7-2 - ^fiK >7-1' - 3~7x.=- 

ji/xwr^- 5 - 7i-mm-;m?;k > H-ji^ Uk&yoi 5 7) 

99-101t 

'H-NMR (DMS0-d 6 ) <5 : 2. 04 (3H, s) , 2. 53 (3H, s) , 2. 62 (6H, s) , 4. 82 (2H, s) , 

6.-95-(4H,-d,4^9Hz)-,X-02XlH,-dd,J=2Hz.,J=9HzX,J._0.8ilH,_d,J^7Hzl 

7. 30 (1H, t , J=8Hz) , 7. 36 (1H, d, J=7Hz) , 7. 55 (2H, t, J=8Hz) , 7. 60 (2H, t, J=8Hz) , 
7. 68-7. 74 (4H, m) , 7. 90 (2H, dd, J=2Hz, J=8Hz) , 7. 91 (1H, s) 

5 -^>~J)V7,)V^)V^)V- 2 - ^)V- 1- (3 - y/fJV7 5 J- 2 - 
^^)^>'MM -3-7i^XW^JK>F-Jl' (fc&Ml 5 8) 
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JM£ : 9 8 - 9 9 *C 

'H-NMRCDMSO-dg) 6 : 2. 1 1 (3H, s) , 2. 58 (3H, s) , 2. 64 (6H, s) , 4. 44(2H, s) , 
4. 61 (2H, s) , 7. 06 (1H, d, J=9Hz) , 7. 10 (1H, d. J=7Hz) , 7. 20 (1H, d, J=9Hz) , 
7. 30 (1H, t, J=8Hz) , 7. 36-7. 40 (6H, m) , 7. 56 (2H, t, J=8Hz) , 7. 64 (1H, d, J=7Hz) , 
8.0K2H, d, J=8Hz),8. 13 OH, s) 

mmmi sun 

5-tert -71> + y*M-^75; - 1 - (4 -i?*?-)V7 

>\Af;W -2-^^;i/-3- (2-eu>^x;M>-;i,) oh— ;p (ft 

-&#J 15 9) 
IL£ : 8 8 - 9 1 «C 

'H-NMR(DMSO-de) <5:1.47 (9H, s) , 2. 64 (3H, s) , 3. 07 (6H, s) , 6. 78 (2H, d, J=9Hz) , 
6. 93 (1H, d, J=8Hz) ,7.22 (1H, brs) , 7. 48 (2H, d, J=9Hz) ,7.67 (1H, t, J=8Hz) , 
8. 10 (1H, s) , 8. 13-8. 2 1 (2H, m) , 8. 69 (1H, d, J=5Hz) , 9. 33 (1H, s) 
£16091 8 (4 2) 

3- (2-^^)i- 1 - ( 3 - i/*^ 5 y - 2 - ^ >7-r ;w -3- 

7i-MW- ;U-r>H— )l-5— (JV) -2, 4 (1H, 3H) -4^/0 
>V*> (ft^fcll 6 0) 

Rt£ : 159-161'C 

'H-NMR(DMS0-d 6 ) 6 : 2. 20 (3H, s), 2. 64 (3H, s), 2. 67 (6H, s), 7. 11 (1H, d, J=9Hz), 
7. 1 7 (2H, dd, J=2Hz, J=8Hz) , 7. 24 (2H, d, I=8Hz) , 7. 33 (1H, dd, J=2Hz, J=8Hz) , 
7. 39 (1H, d, J=8Hz) , 7. 59-7. 64 (2H, m) , 7. 68-7. 73 (2H, m) , 7. 95 (1H, d, J=8Hz> , 
7.97-8. 10 (3H,m), 11.56 0H, s) 

mmmi 8 (4 3) 

3- (2-*7-)V-l- (4-y^W$y^>^;W - 3-yx.~JU7.Jl 
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*-;k>f-;p-5— r;w -2, 4 (ih, 3H) -^vj «k 

16 1) 
Hkjft: 2 0 2-2 0 4*C 

'H-NMR (DMS0-d 6 ) 6:2.73 (3H, s) , 3. 09 (6H, s) , 6. 82 (2H, d, J=9Hz) , 
7. 1 0 (1H, d, J=8Hz) , 7. 1 5 (1H, d, J=8Hz) , 7. 26 (2H, d, J=8Hz) , 7. 56-7. 64 (4H, m) , 
7. 65-7. 74 (2H, m) , 7. 96 (2H, d, J=2Hz) , 8. 03 (2H, d, J=8Hz) , 1 1 . 56 (1H, s) 
mmmi 8 (4 4) 

2- (5-^Dt-l- (3-y^fJl/7$/-2-^5 1 ;K> 1 /'f;i/) -2- 

> f-;i— 3 nvxjvib—M sfcjR«^>5?;i/ 1 6 2) 

'H-NMR(CDC1 3 ) <5 : 2. 24(3H, s), 2. 54(3H, s). 2. 71 (6H, s), 5. 30(2H, s) , 

6. 91-6. 99 (2H, m) , 7. 1 8-7. 24 (2H, m) , 7. 30-7. 42 (5H, m) , 7. 56-7. 62 (3H, m) , 
- 8. 05-8. 10(lH,m),8. 16UH, d, J=2Hz) 

mmmi 8 (4 5) 

(4 h*$"*> x M )V) -3-7x-JVW>F-Jl' 

Offc-g-^ 16 3) 
M jS : 110-113*0 

1 H=NMR-(eDCl- 3 )— 6-:-3.-5L(3H,-s).,X-04_(2H,.d,J=9Hz).,_7.. U^X.J 9_(3H, ml, 

7. 1 9-7. 25 (2H, m) , 7. 50 (1H, dd, J=9Hz, J=2Hz) , 7. 65-7. 69 (2H, m) , 

7. 76 (2H, d, I=9Hz) , 8. 24 (1H, d, J=9Hz) 
$mmi8~ (4 6) 

5-^DhE-1- (4-* h3r5"*>lAf;W -3 - (2-\ZV 9 J)Vtt) -f> 
H-;u tffr&ttl 6 4) 
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jftjft : 1 47-1 4 9t 

'H-NMR(CDC1 3 ) a : 3. 91 (3H, s), 6. 88(1H, d, J=8Hz),6. 99-7. 09 (3H, m) , 
7. 44 (1H, d t, J=8Hz, J=2Hz) , 7. 53 (1H, dd, J=9Hz, J=2Hz) , 7. 69 (1H, d, J=2Hz) , 
7. 71-7. 81 (3H, m) , 8. 27 (1H, d, J=9Hz) , 8. 40 (1H, d, J=5Hz) 

mnmi 8 (4 7) 

)v) -r>H-;u iit^mi 6 5) 

H/£ : 133-135*0 

'H-NMR(CDC1 3 ) <5 : 7. 04 (2H, d, J=9Hz) , 7. 07 (2H, d, J=9Hz) , 7. 19 (2H, d, J=9Hz), 
7. 5 1 (1H, dd, J=9Hz, J=2Hz) , 7. 63 (1H, d, J=2Hz) , 7. 68 (1H, s) , 7. 76 (2H, d, J=9Hz) , 
8.23(lH,d, J=9Hz) 

&mmi 8 (4 8) 

5-^D^e-l- (4-^ b*r>"<>*MA) -3- {A-^^)Vy3L^)V^ 

Jr) -i >b-)l Ut&Qsi 6 6) 
HjS : 134-13 6 O 

'H-NMR(CDC1 3 ) 5 : 2. 28(3H, s) , 3. 91 (3H, s) , 6. 99-7. 05 (4H, m) 

7. 09 (2H, d, J=8Hz) , 7. 49 (1H, dd, J=9Hz, J=2Hz) , 7. 64 (1H, s) , 7. 66 (1H, d, J=2Hz) , 

7. 75 (1H, d, J=8Hz) , 8. 22 (1H, d, J=9Hz) 

mmm is (49) 

5-^U^-l- (4-^ b^^^>'M )V) -3- (4--hD7i^f 
2-) -f >H-JW Ut&mi 6 7) 

tetfc : ^6t»* 

§*J& : 1 5 7 - 1 5 9 *C 

'H-NMR(CDC1 3 ) <5 : 3. 93 (3H, s), 6. 99 (2H, d, J=9Hz), 7. 50 (1H, dd, J=9Hz, J=2Hz), 



78 



WO 01/32621 



PCT/JPOO/07590 



7. 54 (1H, s) , 7. 60 (2H, d, J=9Hz) , 7. 71 (2H, d, J=9Hz) , 7. 74 (1H, d, J=2Hz) , 
8. 14 (1H, d, J=9Hz) , 8. 20 (2H, d, J=9Hz) 

mm is (so) 

-)V Ut&® 16 8) 

1 3 8 - 1 4 OX: 

'H-NMR(CDC1 3 ) 6 : 3. 10 (6H, s) , 6. 73 (2H, d, J=9Hz) , 7. 10-7. 1 8 (3H, m) . 

7. 20-7. 24 (2H, m) , 7. 45-7. 50 (1H, m) , 7. 67 (1H, d, J=2Hz) , 7. 72 (2H, d, J=9Hz) , 

7. 77 OH, s),8. 17(lH,d, J=9Hz) 

mmm is ( 5 1 ) 

5-yp^E-i- (3-^^75y^>7<;W -3- (2-tru>?;i/5 L 
-f > h— ;p 16 9) 

tttt : 

Hfcj& : 1 8 5-1 8 81: 

'H-NMR(CDC1 3 ) (5 : 3. 01 (6H, s) , 6. 87 (1H, d, J=8Hz) , 6. 94 (1H, d, J=8Hz) , 

6. 98-7. 03 (2H, m) , 7. 04 (1H, s) , 7. 36 (1H, t , J=8Hz) , 7. 44 (1H, t , J=8Hz) , 

7. 54 (1H, dd, J=9Hz, J=2Hz) , 7. 68 (1H, d, J=2Hz) , 7. 76 (1H, s) , 8. 34 (1H, d, J=9Hz) , 

8. 38-8.41 (1H, m) 

mmm-is-x-5-2-) 

5 -y'n=E- 1 - (3-^W5y^> , /-f;W - 3 > H 

-)l Ut&® 17 0) 

' rm : mm)* 

Mj£ : 1 5 1 - 1 6 3 "C 

'H-NMR(CDC1 3 ) 6 : 3. 01 (6H, s) , 6. 94 (1H, d, J=8Hz) , 6. 99 (1H, d, J=8Hz) , 
7. 03 (1H, s) , 7. 1 1-7. 1 9 (3H, m) , 7. 1 9-7. 29 (2H, m) , 7. 36 (1H, t , J=8Hz) , 
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7. 51 (1H, dd, J=9Hz, J=2Hz) , 7. 66 (1H, d, J=2Hz) , 7. 69 (1H, s) , 8. 31 (1H, d, J=9Hz) 
18(53) 

>V-)V Ut&VM 7 1) 

H A : 120-122D 

'H-NMR(CDC1 3 ) 6 : 2. 52 (3H, s) , 6. 95 (2H, d, J=9Hz) , 7. 08-7. 1 6 (3H, m) , 

7. 20-7. 25 (3H, m) , 7. 51 (3H, d, J=9Hz) , 7. 66 (1H, d, J=2Hz) , 7. 69 (2H, d, J=8Hz) , 

8.08(lH,d, J=9Hz) 

mmm h (d 

(l- (4-^DD^>i/-f;w -2-^-3-7i- ;1/x;I/>Jn-;k > H 
5 g^m (ft^di-7 2) 

(1- (4-^np^W'f;W -2 3-7x-;WWr;K> 
H— 5 — f ;W f^>^JVXXfJl'2 5 Omg^DDI^>l Om 1 
if h7tHP77>l Oml Cjg«¥l/&. 7K^fbA°7> ? '7A3->#-#> 5 0 

= 10/1) fc#LT±8Bfls£tt£9 Omg#fc. 
RMS : 1 0 5- 1 0 6-0 

'H-NMR(CDC1 3 ) 5 : 2. 74 (3H, s) , 3. 77 (2H, s) , 6. 82-6. 89 (1H, m) , 7. 02-7. 09 (1H, 
m) , 7. 45-7. 60 (5H, m) , 7. 66 (2H, d, J=9Hz) , 8. 0 (2H, d, J=7. 5Hz) , 8. 10 (1H, s) 

mmm 19(2) 

#£668119 (1) tmWzLX, RTCD (^%17 3) £#7c„ 
1- (4-^DP^> % /<;P) - 2 - 3 - 7x-;^ W-H > H- 

;i/-5-*M>i ({^17 3) 
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tttt : M&m* 

MM: 204-207t 

'H-NMR (DMS0-d B ) 6 : 2. 69 (3H, s) , 7. 02-7. 12 (1H, m) , 7. 60-7. 71 (5H, m) , 
7. 79-7. 82 (3H, m) , 8. 00 (2H, d, J=8Hz) , 8. 62 (1H, s) 

mmm2 o 

5- (1- (4-?nD^>7^f;W -2-^f^-3-7i-W*rM 

1- u-^dd'waow -5->7y^f;i/-2-^5 : ;i/-3-7x- 

>1 Om 1 tUD^Tl 8B*ITOI«ELfc. jSF«E*«MgU h^X> 5m 1 *Jjn^LT«I 
iibfcc FJH>5m 1 iCim^T, 14. 6%Ii/mii->3m 1 S:MT 

&15 0mg#fc. 
44tf 

'H-NMR (DMSO-d 6 ) 5 : 2. 65 (3H, s), 4. 37(2H, s) , 7. 07 (1H, d, J=9Hz), 
7. 32 (2H, dd, J=lHz, J=9Hz) , 7. 48 (2H. d, J=9Hz) , 7. 53 (2H, t, J=8Hz) , 
7. 59 (2H, t, J=9Hz) , 7. 76 (1H, s) , 7. 89 (ZH, dd, J=lHz, J=9Hz) , 1 2. 22 (1H. brs) 

mmm 21(1) 

x;u*~;i^->-^^^ 

5 -^>^ Jl/75 y - 3 - 7i-JW;i/*- ;W>K— >>H 2 OmgCf h 
7th*D77>SM5m 1 t^-rV7°ntf;l/X^T5>0. 5ml t4-i?* 

¥)VT 5 7 ^ > iaTjI' ymf F 2~o s7"B ul?>Tm g 

A3 0ml§iP^.T, U^AtK6 Om 1 x 2l?gfe#b^:. S£ 



81 



WO 01/32621 



PCT/JPOO/07590 



^=2 0/1) fc#Lfco x-^;P£iraAT*iaLT±ffifb-&it&£8 0mg#&. 
Ifcjft : 217-218t 

'H-NMR (DMS0-d 6 ) 5 : 3. 09 (6H, s) , 6. 88 (2H, d, J=9Hz) , 7. 56-7. 64 (5H, m) , 

7. 67(1H, d, J=7Hz) , 7. 71 (2H, d, J=8Hz) , 7. 88(1H, d, J=7Hz) , 8. 00-8. 05 (3H, m) . 

8. 08(2H, d, J=8Hz) , 8. 21 (1H, s) , 8. 41 (IH, s) , 10. 46 (1H, s) 

mmm 21 (2) - (en 

MMM2 1 (1) tmmiZ.LT* £TF<D «fr&4fcl 7 6)- «fr&*2 3 5) 

mmm 21 c 2 > 

5-7tW^/-l- (4-^OD^W-fjl/) -3-7iZMM-;i/ 

-f >H— ;i/ Uk&Wii 7 6) 

: 1 9 9. 5 - 2 0 2 *C 
'H-NMR (DMS0-d 6 ) 6 : 2. 09 (3H, s) , 7. 61-7. 71 (4H, m), 7. 74 (2H, d, J=8Hz) , 
7. 89 (2H, d, J=8Hz) , 8. 03 (1H, d, J=8Hz) , 8. 05 (2H, d, J=9Hz) , 8. 1 7 (1H, d, J=9Hz) , 
8.23C1H, s), 10. 17(1H, s) 

mmm 21 c 3 ) 

N- (1- (4-^^75y^>y-f;W - 3 -7x.-)\,7.)l-fc-)V-< >H 
—)V- 5 — OV> — N* -7I-JWI/7 Uk-&®17 7) 

: 2 3 2. 5-233. 5*C 
'H-NMR (DMS0-d 6 ) 6 : 3. 09 (6H, s) , 6. 88 (2H, d, J=9Hz) , 6. 99 (IH, t, J=8Hz) , 
7. 30 (2H, t , J=8Hz) , 7. 42 (1H. dd, J=2Hz, J=9Hz) , 7. 49 (2H, d, J=8Hz) , 

7. 62 (2H, t, J=7Hz) , 7. 67 (IH, d, J=7Hz) , 7. 70 (2H, d, J=9Hz) , 7. 98 (1H, d, J=9Hz) , 

8. 04 (2H, dd, J=2Hz, J=7Hz) , 8. 1 0 (IH, d, J=2Hz) , 8. 1 7 (IH, s) , 8. 65 (1H, s) , 
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8. 92(1H, s) 

mmm2 1 (4) 

1- (3-5?^^U7Sy- 2 - )V) -5- (4 - h )V3L>7,)V 

^-;U75 y) -3-7x-;^M^K>H-^ (^17 8) 

«■« : m&m* 

M: 6 9. 5-70. 5t 

'H-NMR (DMS0-d 6 ) 6 : 2. 1 7 (3H, s) , 2. 30 (3H, s) , 2. 69 (6H, s) , 7. 1 9-7. 26 (2H, s) , 
7. 28 (2H, d, J=8Hz) , 7. 33-7. 38 (2H, m) , 7. 54-7. 64 (5H, m) , 7. 71 (1H, s) , 
7. 72-7. 77 (1H, m) , 7. 93 (2H, d, J=8Hz) , 8. 08 (1H, d, J=9Hz) ,10.46 (1H, s) 
nMM2 1 (5) 

3- (1- (4-y^^7=y^>y-f;W - 3-7x^Jl/XM-M > K 

— ;w-5— r;w -2, 4 qh, 3H) -^±^u>^> ab^"i7 9) 

HUft : 1 8 0 - 1 8 2t 

'H-NMR (DMS0-d 6 ) 5 : 3. 10(6H, s) , 6. 89 (2H, d, J=9Hz) , 7. 25 (2H, d, J=9Hz) , 
7. 38 (Iff, d, J=9Hz) , 7. 58 (2H, t, J=8Hz) , 7. 65-7. 75 (4H, m) , 7. 88 (1H, s) , 
7. 96 OH, d, J=8Hz) , 8. 07-8. 1 1 (3H, m) , 8. 34 (1H, s) , 1 1. 57 (1H, s) 
mMM2 1 (6) 



5 - t e r t-^h + y*M-il/7Sy-l- (4-^^75 7^. 

tttt : m&mm 

JBkjH: 1 6 6-1 6 81C 

'H-NMR (DMS0-d 6 ) 6 : 1.50(9H,"s) ,3. 08 (6H, s) ", 6. 87 (~2H~d, J=9Hz)7 

7. 53 (1H, d, J=9Hz) , 7. 59-7. 62 (2H, m) , 7. 66-7. 69 (3H, m) , 7. 94 (1H, d, J=9Hz) , 

8. 02 (3H, d, J=8Hz) , 8. 14(1H, s) , 9. 52 (1H, brs) 

mmm 21 ( 7 > 
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#118 1) 
m&: 1 6 9 - 1 7 1 1: 

'H-NMR(CDC1 3 ) 6 : 3. 94(3H, s), 7. 08 (2H, d, J=9Hz) , 7. 56 (1H, d, J=9Hz) , 
7. 79 (2H, d, J=9Hz) , 8. 01 (1H, s) , 8. 12 (1H, d, J=9Hz) , 8. 51 (1H, s) , 10. 05 (1H, s) 
mMM2 1 (8) 

5-70^-1- (4-^Do^>y-r;w -3-^;us;k >H— )V Uk&® 

18 2) 

161-164'C 
'H-NMR(CDCIj) 6 : 7. 53-7. 62 (3H, m) , 7. 74 (2H, d, J=9Hz) , 7. 92 (1H, s) , 
8. 18 (1H, d, J=9Hz) , 8. 50 (1H, d, J=9Hz) , 10. 04 (1H, s) 

mmm2 1 o> 

i-^>y-r;i/-3-^^;u-5-^h^w>F-;i/ ort^-m 8 3) 

:127-128 t C 
l H-NMR(CDCl 3 ) 5 : 3. 92 (1H, s) , 7. 08 (1H, d, J=9Hz) , 7. 50-7. 63 (2H, m) , 

7. 63-7. 71 (1H, m) , 7. 71-7. 88 (3H. m) , 7. 90 (1H, s) , 8. 22 (1H, d, J=9Hz) , 
10.03OH, s) 

^mm 21 do) 

3-*;i-5;i/- i - (4--ho^>^jw -r>K— )V (ft-a-%1 8 4) 

14« : 

HHjft : 2 0 9 - 2 1 1 *C 

'H-NMR(CDC1 3 ) 6 : 7. 43-7. 57 (2H, m) , 7. 82 (1H, s) , 7. 97(2H, d, J=9Hz) , 

8. 29-8. 38 (2H, m) , 8. 47 (2H, d, J=9Hz) ,10.08 (1H, s) 
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MMM 2 1(11) 

18 5) 
<l£« : 

ItS : 1 2 8 - 1 3 0 *C 

'H-NMR(CDC1 3 ) 6 : 7. 41-7. 55(3H,m), 7. 55-7. 67(lH,m), 7. 73-7. 85(2H, m), 
7. 85-7. 95 (1H, m) , 8. 28-8. 42 (2H, m) , 1 0. 03 (1H, s) 

mmm 21(12) 

1- - 3 > F— ;u ab^i86) 

t£« : 

K£ : 1 3 2 - 1 3 4*0 

'H-NMR(CDC1 3 ) 6 : 7. 41-7. 55 (2H, m) , 7. 61 (2H, d, J=l 1Hz) , 7. 77 (2H, d, J=l 1Hz) , 

7. 91 (1H, s) , 8. 23-8. 41 (2H, m) , 1 0. 10 (1H, s) 

mmw2 i (i-3) 

l- (2, 6 p vov^oi) - 3 -*;wa;i"f > h— )V 
mi 8 r) 

Bt6 : 1 5 9 - 1 6 1 *C 

'H-NMR(CDC1 3 ) 6 : 7. 40-7. 60 (6H, m) , 8. 32 (1H, d, J=7Hz) , 8. 65 (1H, d, J=7Hz) , 
10.03OH, s) 

-mMM-2-i— (-1-4-) ! 

5-^D^-3-*JR^-l - (4--hD^>^JW -T>F— )\> <,ik&m 
18 8) 

: smsta* 

Hjft : 236-238*C (dec.) 

■H-NMR(CDC1 3 ) 6 : 7.63 (1H, d, J=8Hz) , 7.82 (lH.s), 7.98 (2H, d, J=7Hz) , 

8. 25 (1H, d. J=8Hz) , 8. 48 (2H, d, J=7Hz) , 8. 51 (1H, s) , 1 0. 04 (1H, s) 
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mmm 21 (15) 

5 -^Pt- 3-ft)U$.)l>- 1 - (4-;*^;U- 1, 2, 3-^7^7*/-^- 

5-A;p#-;w <>h*-;p (ib^i8 9) 

ittj£ : 189-19013 

■H-NMR(CDC1 3 ) <5 : 2. 88(3H, s) , 7. 63 (IH, d, J=8Hz) , 7. 73 (1H, s) , 
8. 29 (IH, d, J=8Hz), 8. 51 (1H, s) , 10. 05 (1H, s) 
mMM 2 1 (16) 

s-y'u^- 3-^)1 ^ju- l- (4-hU7;i/tn^5 1 ;K> i /i';i/) of 

—Jl {\K§m 19 0) 

: ®n&t&m 

M& : 1 6 5- 1 6 613 

'H-NMR(CDC1 3 ) 6 : 7. 61 (1H, dd, J=9Hz, J=2Hz) , 7. 86 (IH, s), 7. 90 (4H, s) , 
8. 25 (IH, d, J=9Hz) , 8. 51 (IH, d, J=2Hz) , 10. 04 (IH, s) 

mmm 21 (17) 

5 -^m- 3 1 - d-t7h^A) -r>H-;i/ (te-g- 

«191) ' 

: 1 4 9 - 1 5 1 "C 
'H-NMR(CDC1 3 ) 6 : 7. 52-7. 70(5H,m) , 7. 70-7. 80 (IH, m) , 7. 89 (IH, d, J=8Hz) , 
8. 01 (IH, d, J=8Hz) , 8. 1 4 (IH, d, J=8Hz) , 8. 37 (IH, d, J=8Hz) , 8. 5 1 (IH, s) , 
9.890H, s) 

mmm 21 < 1 8 ) 

5--7u*-3—tivus.)i-i- -r>K— jv Ut&Wi 92) 

ffi& : 135-13713 
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■H-NMR(CDC1 3 ) 6 : 6. 75 (1H, s) , 7. 50-7. 62 (2H, m) , 7. 80 (1H, s) , 
8. 33 (1H, d, J=9Hz) , 8. 51 (1H, s) , 8. 75 (1H, s) . 10. 1 5 (1H, s) 
mf&m 2 1 (19) 

5-^Pt-i- (4-k'7izjwjtoW -3-*;p5;w>f— ;p <<ft 

19 3) 
»j& : 179-181TC 

'H-NMR(CDC1 3 ) 6 : 7. 40-7. 51 (4H, m), 7. 61-7. 72 (2H, m), 7. 72-7. 90 (4H, m) , 
8. 04 (1H, s) , 8. 23 (1H, d, J=9Hz) , 8. 52 (1H, s) , 1 0. 06 (1H, s) 

$mm 21(20) 

b-zfu^z- 3 l - (4- d-t!Dij;w tr^MM -r>K- 
;i/ ({b-g-%1 9 4) 

jSft£ : 2 0 1 -2 0 31: 

'H-NMR(CDClj) <5 : 6. 45 (2H, s) , 7. 22 (2H, s) , 7. 56-7. 77 (3H, m) ,. 

7. 89 (2H, d, J=8Hz) , 8. 02 (1H, s) , 8. 1 8 (1H, d, J=9Hz) , 8. 52 (1H, s) , 10. 07 (1H, s) 

mmm 21(21) 

5-yu=E-3-^)V5.JV-l- (3, 4, 5 - h U * h=^->^>V/-f )V) -f > 
(fc£-#Jl 9 5) 

—^--1-1-8-9— 1-9-2X 

'H-NMR(CDC1 3 ) <5 : 3. 91 (6H, s), 3. 98(3H, s) , 6. 99(2H, s), 7. 59(1H, d, J=9Hz), 

8. 03 (1H, s), 8. 140H, d, J=9Hz), 8. 51 (1H, s), 10. 06(1H, s) 
limm2 1 (22) 

5 -^at- 3 i - (4-^;Ps;i/^>y<;u) -f>K— ;u ({££- 

15196) 
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1&& : 210-212*C 

'H-NMR(CDC1 3 ) <5 : 7. 62 (1H, d, J=9Hz) , 7. 86 OH, s) , 7. 95 (2H, d, J=8Hz) , 

8. 13 (2H, d, J=8Hz) , 8. 24 (1H, d, J=9Hz) , 8. 52 (1H, s) , 10. 04 (1H, s) , 1 0. 1 9 (1H, s) 

mmm 21 (23) 

<A*&m 19 7) 
m& : 195-197C 

'H-NMR (CDC1 3 ) <5 : 4. 01 (3H, s), 7. 60 (1H, d, J=9Hz), 7. 80-7. 91 (3H, m), 
8. 19-8. 33(3H,m), 8. 51 (1H, s), 10. 03 (1H, s) 

mmm 21 (24) 

4- (5-^a^E-3-7jN;i/5;i/-r>H-;i/-i— nv) %)v-#=-)v&&mm. 

Uk&M 19 8) 
ft** : m&B3i 
:>290t 

'H-NMR (DMS0-d 6 ) <5 : 7. 70 (1H, d, J=9Hz), 7. 98(2.H, d, J=8Hz), 8. 16(2H, d, J=8Hz), 
8. 28 (1H, d, J=9Hz) , 8. 32 (1H, s) , 8. 54 (1H, s) , 1 0. 02 (1H, s) 

mmm 21 (25) 



mt : n&mm 

Hftj^C : 2 4 7- 2 5 013 

'H-NMR (DMS0-d 6 ) <5 : 3. 91 (3H, s) , 7. 21 (2H, d, J=8Hz), 7. 91 (2H, d, J=9Hz) , 
8. 37 (2H, s) , 8. 80 (1H, s) , 8. 98 (1H, s) , 1 0. 1 1 (1H, s) 
Mti&M 2 1 (26) 

4--7a^-3-ftfrS.)V- 1 - (4-* b*i"*>*MM -f>F— ;P 
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$12 0 0) 

1 7 2- 1 7 4*C 

'H-NMR(CDC1 3 ) 5 : 3. 93 (3H, s) , 7. 05 (2H, d, J=9Hz) , 7. 30 (1H. t, J=8Hz) , 
7. 62 (1H, d, J=8Hz) , 7. 76 (2H, d, J=9Hz) ,8.18 (1H, s) , 8. 34 (1H, d, J=8Hz) , 
11.00(lH,s) 

mmm 21 (27) 

2 0 1) 
tttt : 

St& : 1 8 7 - 1 9 0 "C 

'H-NMR(CDC1 3 ) 6 : 7. 58(1H, dd, J=9Hz, J=2Hz), 7. 63 (2H, d, J=9Hz), 
7. 73 (2H, d, J=9Hz) , 7. 90 (1H, s) , 8. 1 7 (1H, d. J=9Hz) , 8. 49 (1H, d, J=2Hz) , 
10.03(lH,s) 

mmm 21 (28) 

5-^o€-3-*jrjp- 1 - (4-^;wow;u) -f>K— ;p Oft-s^ 

2 0 2) 
St£ : 1 5 2 - 1 5 3 *C 

'H=NMR-(CDC-1 3 )-5-:-2 .-50X3H,_sX X_40_(2H, jd, J.=8Hz)_, X.5.711.H, _dd., J^9H3L_J^2Hz)_,_ 
7. 69 (2H, d, J=8Hz) , 7. 98 (1H, s) . 8. 1 7 (1H, d, J=9Hz) , 8. 49 (1H, d, J=2Hz) , 
10. 03 OH, s) 
£mm~2 l (29) 

^2 0 3) 
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Bkj& : 175-176*0 

'H-NMR(CDC1 3 ) 6 : 7. 21-7. 32 (2H, n) , 7. 58(1H, dd, J=9Hz, J=2Hz) , 

7. 79-7. 88 (2H, m) , 7. 94 (1H, s) , 8. 1 6 (1H, d, J=9Hz) , 8. 50 (1H, d, J=2Hz) , 
10. 04 (1H, s) 

mmm 21(30) 

5- ^p^-i- (6 - ? uuzluj- ; ^ )V> - 3 -^;us;k>h-;w 

46 2 0 4) 
MjA : 180-182*0 

'H-NMR(CDC1 3 ) 5 : 7. 55-7. 64 (2H, m), 7. 88 OH, s), 8. 09 (1H, dd, J=7Hz, J=2Hz), 

8. 22 (1H, d, J=9Hz) ,8.51 (1H. d, J=2Hz) , 8. 81 (1H, d, J=2Hz) ,10.06 (1H, s) 
m$&m 2 1 (31) 

6- ya^e-3-*;;U5;u- i - (4-/^4M>^J^) -f>K-;P (fb£- 

4fc2 0 5) 
«M* : 

Bkjft : 103-1050 

■H-NMR(CDCl 3 ) 6 : 3. 94(3H, s) , 7. 07(2H, d, J=9Hz), 7. 56 (1H, dd, J=8Hz, J=2Hz), 
7. 78 (2H, d, J=9Hz) , 7. 98 (1H, s) , 8. 1 9 (1H, d, J=8Hz) , 8. 48 (1H, d, J=2Hz) , 
10.05(lH,s) 

mmm 21 02) 

3 -T±^)U- 1 - (4-^DD^W-fJW -f>H— ;i/ (<ffc-&#f2 0 6) 
tt« : 

Mj& : 1 9 7- 1 9 9t 

'H-NMR(CDC1 3 ) <5 : 2. 52 (3H, s) , 7. 40-7. 50(2H, m) , 7. 59 (2H, d, J=8Hz) , 
7. 74 (2H, d, J=8Hz) , 7. 90 (1H, s) , 8. 1 5-8. 24 (1H, m) , 8. 33-8. 44 (1H, in) 

mmm 21(33) 
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3-7-t^-i- (4-* h*>"*>\Af;i') -r>H-;u ttt-s-^2 0 7) 
: m&mm 

BfejS : 1 6 5- 1 6 7t 

'H-NMR(CDC1 3 ) 5 : 2. 53(3H, s), 3. 94(3H, s), 7. 07(2H, d, J=8Hz), 

7. 39-7. 50 (2H, m) , 7. 79 (2H, d, J=8Hz) , 8. 01 (1H, s) , 8. 1 1-8. 22 (1H, m) , 

8. 35-8.45 (lH,m) 
m§.M2 1(3 4) 

3 -7±^)V- i - (2-7o<;w -r>K-;u (ft#«2 0 8) 
gk£: 1.3 1-1 3 3*C 

'H-NMR(CDC1 3 ) 6 : 2. 63 <3H, s) , 6. 73 (1H, s) , 7. 39-7. 48 (2H, m) , 
7. 55 OH, d, J=4Hz) , 7. 79 (1H, s) , 8. 33-8. 46 (2H, m) , 8. 67 (1H, s) 
2 1 (35) 

i- (4-* h^->^>vAf;u) - 3 > h— ;i^*;ni?>*>^^ (fc^ 

#2 0 9) 

: fcfilfr* 
M: 146- 1 48t 

'H-NMR(CDC1 3 ) 5 : 3. 93 (3H, s) , 7. 05 (2H, d, J=9Hz) , 7. 38-7. 47 (2H, m) , 
7. 77 (2H, d, J=9Hz) , 8. 06 (1H, s) , 8. 1 8-8. 25 (1H, m) , 8. 25-8. 36 (1H, m) 

mmm 21 (36) 

3-^-5^/^1— —(-4^*-M^^->^^^ 
1 7 9 - 1 8 1 "C 

'H-NMR(CDCIj) 5":XwOHrsM.0y(2HXJ=9Hz)" 7.Tl-7T54(2H,"i) ,~ "' 
7. 70-7. 82 (3H, m) , 7. 92 (1H, s) , 8. 25-8. 33 (1H, m) 

nmm 21(37) 

5 — t/D^E— 1 - (4-* h=^->^>\Af ;W - 3 -^>&7)\,*U-7utt- 
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JM* > Uk-&®2 1 1) 

tt« : 

flfe^i : 113-115t 

'H-NMR (CDC1 3 ) 6 : 3. 95 (3H, s) , 7. 08 (2H, d, J=9Hz) , 7. 59 (1H, dd, J=9Hz, J=2Hz) , 
7. 78 (2H, d, J=9Hz) , 8. 07 (1H, d, J=9Hz) , 8. 26 (1H, s) , 8. 60 (1H, d, J=2Hz) 

mmm 21 (38) 

(4-* h*zy*>*MM - 3 - h U 7^D7t?M > 
F-;U 2 1 2) 

St^C : 110-112'C 

'H-NMR(CDC1 3 ) <5 : 3. 95 (3H, s) , 7. 08 (2H, d, J=9Hz) , 7. 59 (1H, dd, J=9Hz, J=2Hz) , 
7. 79 (2H, d, J=9Hz) , 8. 06 (1H, d, J=9Hz) , 8. 21 (1H, d, J=2Hz) , 8. 57 (1H, d, J=2Hz) 

mmm 21 (39) 

1- (5-^Dt-l - (4-;* b*i"<>V'f)V) -3-<>h*U;U) -2- 
(4-^^- 1 -fcf^v-;p) X^>>?^-> (M2 1 3) 

: 163-165-0 
'H-NMR(CDC1 3 ) <5 : 2. 33 (3H, s), 2. 37-2. 50(4H, m), 3. 42-3. 59(2H, m), 
3. 68-3. 78 (2H, m) , 3. 93 (3H, s) , 7. 06 (2H, d, J=9Hz) , 7. 55 (1H, d, J=9Hz) , 
7. 78 (2H, d, J=9Hz) , 8. 08 (1H, d, J=9Hz) , 8. 1 9 (1H, s) , 8. 57 (1H, s) 
HM0H2 1(40) 

5- ( 3 - h H 3 - 1 - ^-JW -1- (4-*h^>^> 

- 3 — -f > h'-JWM7^Tt H (^-^2 14) 

Rb£ : 150-1530 

'H-NMR(CDC1 3 ) <5 : 1. 65 (6H, s) , 2. 09 (1H, s) , 3. 94 (3H, s), 7. 07 (2H, d, J=9Hz) , 
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7. 49 (1H, dd, J=9Hz, J=2Hz) , 7. 79 (2H, d, J=9Hz) , 8. 02 (1H, s) , 8. 1 5 (1H, d, J=9Hz) , 
8.4K1H.S), 10.06OH, s) 
mmM2 1 (4 1) 

5 -ynt- 1 - (4-^h= 3 r^> x MM -3-7x-JU7Jl^-;U-f >K 
-)V (itS® 2 1 5) 

: m&mm 

MM: 1 9 8 - 2 0 1 -C 

'H-NMR(CDC1 3 ) 6 : 3. 95 (3H, s) , 7. 07 (2H, d, J=9Hz) , 7. 48-7. 63(4H, m) , 
7. 76 (2H, d, J=9Hz) , 7. 99-8. 1 8 (5H, m) 
^£#12 1 (4 2) 



5 -yP^E- 3 - (4-^DD7i-;WM-JW -1- (4-^h^~>^> 
l/-f M -f > 2 16) 

: *&6t&* 
lMj£ : 2 0 2- 2 05t . 

'H-NMR(CDC1 3 ) 6 : 3. 95 (3H, s) , 7. 07 (2H, d, J=9Hz) , 7. 50 (2H, d, J=9Hz) , 

7. 54 (1H, dd, J=9Hz, J=2Hz) , 7. 75 (2H, d, J=9Hz) , 7. 94 (2H, d, J=9Hz) , 

8. 04 (1H, d, J=2Hz) , 8. 1 2 (1H, d, J=9Hz) 
mffiM2 1 (4 3) 

^-^13-^-2-1-7-) 

197-200^ 
'H-NMR (CDGI3) "<5~ : 2. 35 (3H~s) , 7\T4^/4lMri^774^-775TaH;iTr 
7. 58-7. 62 (1H, m) , 7. 77 (1H, s) , 7. 99 (2H, d, J=9Hz) , 8. 04 (1H, d, J=2Hz) , 
8.24(lH,d,J=9Hz) 

?mM2 1 (4 4) 
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-f >H— ;P «t£r®2 1 8) 
MM: 215-217X: 

'H-NMR(CDC1 3 ) 6 : 3. 14(6H, s) , 6. 74 (2H, d, J=9Hz), 7. 46-7. 55 (3H, m), 
7. 55-7. 60 (1H, m) , 7. 70 (2H, d, J=9Hz) , 7. 98-8. 08 (4H, m) . 8. 1 5 UH, s) 

mm 2 i (4 5) 

<>H-;P (ft;^K!2 1 9) 

'H-NMR(CDC1 3 ) <5 : 2. 66 (6H, s) , 7. 01-7. 09 (2K, m) . 7. 45-7. 60 (6H, m) , 
7. 75 (1H, s) , 7. 97-8. 00 (2H, m) , 8. 04 (1H, d, J=2Hz) , 8. 30 (1H, d, J=9Hz) 
^J£#J2 1 (4 6) 

5-7*nt-l- (S-y^^S/^^JW -3-7x-J1/7nJ^JV 

-t>k-;u ate*® 2 2 0) 

jgftj& : 2 2 1 -2 2 3t 

'H-NMR(CDC1 3 ) 5 : 3. 03 (6H, s) , 6. 93-7. 00 (3H, m) , 7. 38-7. 41 (1H, m) , 
7. 49-7. 58 (3H, m) , 7. 58-7. 60 (IH, m) , 7. 96-8. 01 (2H, m) , 8. 07 (1H, d, J=2Hz) , 
8. 11 (lH,s),8. 22 (1H, d, J=9Hz) 
mffiM2 1(47) 

(3-y^?;i/75y-2-^M^/-fJW -3-7zl~ 
)\,7s)\,i£ZL)V<i > K— ;P Ut&W 2 2 1) 
14^ : 

: 1 5 4 - 1 5 7 "C 
'H-NMR(CDC1 3 ) 6 : 2. 24 (3H, s) , 2. 77 (6H, s) , 7. 03 (1H, d, J=6Hz) , 
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7. 22-7. 32 (2H, m) , 7. 48-7. 61 (4H. n) , 7. 96-8. 05 (3H, m) , 8. 25 (1H, d, J=9Hz) 

nnw2 1(48) 

3- (0^7^-2-' r;i/XJMw;to - i - (4-5** 

^75/^>7-f;w (M222) 

tttt : 

JM : 2 6 3 - 2 6 6T: 

'H-NMR(CDC1 3 ) 5 : 3. 14 (6H, s) , 6. 75 (2H, d, J=9Hz) , 7. 50-7. 60 (3H, m) , 

7. 71 (2H, d, J=9Hz) , 7. 97 (1H, d, J=9Hz) , 8. 05 (1H, d, J=9Hz) ,8.16 (1H, d, J=9Hz) , 

8. 30 OH, d, J=2Hz),8.34(lH,s) 
«0>J2 1 (4 9) 

5 -y'u^- 1 - 5.y<>>S< )V) -3- (l-7i-Jl/f h 

^ 5 ->r;px;u^— ;u) <>H-;u (fb-^2 2 3) 

: 

itS: -2-2 5- 2 2 8t 

'H-NMR(CDC1 3 ) 5 : 3. 14(6H, s), 6. 73(2H, d, J=9Hz), 7. 54(1H, d, J=9Hz), 
7. 58-7. 60 (4H, in) , 7. 60-7. 66 (1H, m) , 7. 68 (2H, d, J=9Hz) , 7. 85 (1H, s) , 
8.02(lH,d, J=9Hz),8.08(lH,s) 

mmm 21 (50) 

K— )V-Ute&m-2-2-4-) : : 

SUA : 1 1 0 - 1 1 2 "C 

•H-NMRCCDClj) <5 : bTij^iTsMTMl^^ 

7. 58 OH, d, J=2Hz) , 7. 72 (1 H, d. J=7Hz) , 7. 76 (2H, d, J=9Hz) , 7. 87 (1H, s) , 
8. 14(lH,d, J=9Hz) 
2 1 (51) 
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1- (4-* h^^>'M)U) -3- U-^^l^xZUl/XJM^U) -5 
- (7xZJH5 1 -J1/) -f>K-JV (ft£^2 2 5) 

: 9 9- 1 0 2t) 
'H-NMR(CDC1 3 ) 6 : 2. 40(3H, s) , 3. 95 (3H, s) , 7. 07 (2H, d, J=9Hz) , 
7. 32 (2H, d, J=9Hz) , 7. 36-7. 42 (3H, m) , 7. 57-7. 6 1 (3H, m) , 7. 77 (2H, d, J=9Hz) , 
7. 92 (2H, d, J=9Hz) , 8. 08-8. 1 1 (2H, m) , 8. 22 (IH, d, J=9Hz) 
1 (5 2) 

5 1 - (4-* Y^^>V^)D -3- 

-JVXJl'*— )V) OK— (ft^i2 2 6) 
fttt : 

1K£ : 1 4 3-1 4 5*C 

'H-NMR(CDC1 3 ) (5 : 2. 38 (3H, s) , 3. 94 (3H, s) , 5. 16 (2H, s) , 

7. 05 (2H, d, J=9Hz) , 7. 10 (1H, dd, J=9Hz, J=3Hz) , 7. 23 (2H, d, J=8Hz), 

7. 33-7. 44 (4H, m) , 7. 48 (2H, d, J=8Hz) , 7. 74 (2H, d, J=9Hz) , 7. 80 (2H, d, J=9Hz) , 

7.99(lH.s),8.16(lH,d.J=9Hz) 

21 (53) 

S-^yz?)\,ttis-l- (4-y^5 1 ;i'7Sy^>7^;W -3- (4-*?- 
^7i-;^J^-;W -f > F-;P Offc£09 2 2 7) 

Hi * : 164-166*0 

'H-NMR(CDC1 3 ) <5 : 3. 12 (6H, s) , 5. 17 (2H, s) , 6. 74(2H, d, J=9Hz) , 
7. 09 (1H, dd, J=9Hz, J=2Hz) , 7. 33-7. 54 (9H, in) , 7. 70 (2H, d, J=9Hz) , 
7.89-7. 92 (2H,m), 8. 06-8. 10 (2H, m) 
HJfefll 2 1 (54) 



5 -y'u^:- 3 -tm^ju- 1 —i > v-jvtiM>m ten 
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&2 2 8) 

: m&B* 

ltt£ : 1 6 7- 1 6 9t 

'H-NMR(CDC1 3 ) 5 : 1. 71 (9H, s), 7. 51 (1H, dd, J=9Hz, J=2Hz), 8. 03OH, d, J=9Hz), 
8. 21 (1H, s), 8. 46 (1H, d, J=2Hz) , 10. 07 (1H, s) 

mmm 21 (55) 

«J2 2 9) 
: 

US : 1 2 0 - 1 2 2 "C 

'H-NMR(CDC1 3 ) <5 : 1. 68(9H, s) , 7. 21-7. 28(1H, m) , 7. 56 (1H, d, J=8Hz) , 
8. 28 (1H, d, J=8Hz), 8. 39 (1H. s), 10. 98 (1H, s) 

nmm 21 (56) 

6-yot-3-*;i/s;i/-i -^>K-;^M>it e r t 

*»2 3 0) 
H,fi: 211-2 131; 

'H-NMR(CDC1 3 ) <5 : 1. 71 (9H, s), 7. 49 (1H, dd, J=9Hz, J=2Hz), 8. 15 (1H, d, J=9Hz), 
8. 19 OH, s) , 8. 37 (1H, s), 10. 08 (1H, s) 

-$mM-2-l— (-5-74 

5 -^Ot- 3-7i^ft- 1 -<> H— ;P*;pJj?>K t e r t 
iAKSm 2 3 1) 

■ftA : 1 3 9 - 1 4 1 *C 

'H-NMR(CDC1 3 ) 5 : 1 - 68 (9H, s) , 7. 10-7. 1 9 (3H, m) , 7. 19-7. 24 (2H, m) , 

7. 45 (1H, dd, I=9Hz, J=2Hz) , 7. 63 (1H, d, J=2Hz) , 7. 86 (1H, s) , 8. 02-8. 09 (1H, m) 
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mmm 21 (58) 

5-ynt-2 - 3 - 7x-JW- 1 --f > ^*;P#> 

»ter t -y^U (it&®}2 3 2) 

Blij& : 1 3 3- 1 3 7t 

'H-NMR (CDC 1 3 ) <5 : 1 . 70 (9H, s) , 2. 74 (3H, s) , 7. 04 (2H, d, J=7Hz) , 
7.09OH, t, J=7Hz),7. 19 (2H, t, J=7Hz) , 7. 37 (1H, dd, J=9Hz, J=2Hz) , 

7. 63 (1H, d, J=2Hz) , 8. 02 (1H, d, J=9Hz) 
^MM 2 1 (59) 

5-^D^-3- (2-t:US?;W t *) 

Wt-&to 233) 

m& : 127-128*0 

'H-NMR(CDClj) 6 : 1. 68 (9H, s) , 6. 87 (1H, d, J=8Hz) , 6. 98-7. 03 (1H, m) , 
7. 40-7. 50 (2H, m) , 7. 65 (1H, s) , 7. 93 (1H, s) , 8. 08-8. 1 2 (1H, m) , 8. 42 (1H, s) 

mmm 21(60) 

5 -yn^e- 2 3- (2-tru^^) -1— r>K— ;u*^> 

Itert (it^i® 2 3 4) 

'H-NMR(CDC1 3 ) <5 : 1. 71 (9H, s) , 2. 74 (3H, s) , 6. 69 (1H, d, J=9Hz) , 
6.98(lH,dd, J=6Hz, J=5Hz),7. 36-7.41 (2H,m), 7. 63(lH,d, J=2Hz), 

8. 04(1H, d, J=9Hz) , 8. 41 (1H, d, J=5Hz) 

nmm 21(61) 

2 - (5-^D=E- 1 - t e r t h^risfi 2 -tWM' > 
- 3 —OVtt) (ik'£W2 3 5) 
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'H-NMR(CDC1 3 ) 6 : 1 . 71 (9H, s), 2. 71 (3H, s), 5. 45 (2H, s) , 

6. 68 (1H, d, J=8Hz) , 7. 09-7. 1 2 (1H, m) , 7. 1 6-7. 20 (1H, tn) , 7. 30-7. 43 (4H, m) , 

7. 50-7. 52 (2H, m) , 7. 57 (1H, d, J=2Hz) , 8. 04 (1H, d, J=9Hz) , 8. 10 (1H, d, J=8Hz) 

mmm 22 ( 1 > 

5- (3 -^dd7izji/) - 3 1 - (4-^ h^s/^>V-r;w 
-r>F-;u at^2 3 6) 

5-7*ot-3-*;R^-i- (4 h*S"s>v/'f ;io <>f- 

0. lg. (3-^D07irW ybFD^y#7>6 6mg, EtBfe:*- 
h'J7A4 5mg, tfX h'J-7o:n;l/7jNX7^ >A°^^^A^7DU h* (PdC 
1 2 (PPh 3 ) 2 ) 20mg, hU7i^*X7^f >1 4mg£h;UX>4m 1 
7K 1 m 1 On*. 3 P#P^5SdSE Lfc. fcfcM&Tkfch&TkWim^t?* -><7A-trS£^ 

H54 6mgft 
tt^ : 

: 1 7 6 - 1 7 8 -C 
'H-NMR(CDC1 3 ) <5 : 3. 95 (3H, s) , 7. 09 (2H, d, J=9Hz) , 7. 30-7. 43 (2H, m) , 

7. 55-7. 61 (1H, m) , 7. 61-7. 71 (2H, m) , 7. 82 (2H, d, J=9Hz) , 8. 06 (1H, s) , 

8. 29 (1H, d, J=9Hz) , 8. 54 (1H, s) , 1 0. 1 1 (1H, s) 
-mgfiJ-2-2-(-2.)-=-(-2-l.) 

HSK0S2 2 (1) t«UT, UT<D (^2 3 7) - (^*2 5 6) 

£ ffiftj 2 2 (2) 

i- (4-^aD^> , /'f;W - 3 5-7 3i~)H > k— ju at-& 

#2 3 7) 
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: 189-191*0 
'H-NMR(CDC1 3 ) 6 : 7. 37-7. 44 (1H, m) , 7. 44-7. 52 (2H, m) , 7. 52-7. 66 (2H, m) , 
7. 66-7. 80 (5H, m) , 7. 95 (1H, s) , 8. 34 (1H, d, J=9Hz) , 8. 57 (1H, s) , 10. 1 1 (1H, s) 

mmw2 2 (3) 

3 5 - (4 -•fcii'B.fryx.-ji) -1- (4 v^i/^y/t 
M -f ({t^2 3 8) 

: 235-238*0 
'H-NMR(CDC1 3 ) 6 : 3. 95 (3H, s) , 7. 09 (2H, d, J=9Hz) , 7. 74 (1H, d, J=9Hz) , 

7. 82 (2H, d, J=9Hz) ,7.88 (2H, d, J=9Hz) , 7. 99 (2H, d, J=9Hz) , 8. 08 (1H, s) , 

8. 32 (1H, d, J=9Hz) , 8. 63 (1H, s) , 10. 09 (1H, s) , 1 0. 1 2 (1H, s) 
mm 2 2 (4) 

5- (2- (N-tert-^fM^jHiW ~7 x.~M -1- (4-* 

b*zss<>'M)i) -3-*;i/5;K>F-;i/ (ft^2 3 9) 

: m&mm 

MA : 2 0 0-2 0 2T) 

'H-NMR(CDC1 3 ) <5 : 3. 60(1H, s), 3. 95(3H, s), 7. 1 0 (2H, d, J=9Hz), 

7. 30-7. 41 (1H, m) , 7. 41-7. 68 (3H, m) , 7. 83 (2H, d, J=9Hz) , 8. 09 (1H, s) , 

8. 20 (1H, d, J=7Hz) , 8. 28 (1H, d, J=9Hz) , 8. 38 (1H, s) , 10. 09 (1H, s) 

mmm 22 ( 5 ) 

4- (2- (N-tert-^X^T^JW 7i-JW -3-*;US;|/ 
-1- (4-* h*i''<> x M)V) -f>H-;P (Yb^2 4 0) 
: 

ffli& : 214-215*0 

'H-NMR(CDC1 3 ) <5 : 1 . 14 (9H, s) , 3. 62 (1H, s) , 3. 92 (3H, s) , 7. 04 (2H, d, J=9Hz) , 
7. 35 (1H, d, J=8Hz) , 7. 41 (1H, d, J=8Hz) , 7. 50 (1H, t, J=8Hz) , 7. 56-7. 64 (2H, in) , 
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7. 78(2H, d, J=9Hz) , 8. 07 (1H, s) , 8. 22 (1H, d, J=8Hz), 8. 47 (1H, d, J=8Hz)., 
9.06OH, s) 

nmm 22(6) 

6- (2- (N-tert-^W7 7W) 7i3) -1- (4-* 
h*5>^>V-f JU) -3-*;i/5M>F-Jl' (f^i2 4 1) 

ate : m&wm 

1 6 3 - 1 6 5 X; 

'H-NMR(CDC1 3 ) 6 : 1 . 08 (9H, s), 3. 68 (1H, s), 3. 94 (3H, s) , 7. 08 (2H, d, J=9Hz) , 
7. 32-7. 38 (1H, m) , 7. 46-7. 59 (3H, m) , 7. 81 (2H, d, J=9Hz) , 8. 08(1H, s) , 
8. 19 (1H, d, J=9Hz) , 8. 38 (1H, d, J=9Hz) , 8. 43 (1H, s) , 10. 1 2 (1H, s) 

mmm 22(7) 

5- (2- (N-tert-^fH^77W) 7i-JI/) -1- (4-* 
b^-^> % M)V) - 3 -7xz;W;l/*zM > H— )V (ft^2 4 2) 
fttf : m&M* ■ 

2 0 8-2 1 0t 

'H-NMR (CDC1 3 ) 5 : 0. 94 (9H, s) , 3. 44 (1H, s) , 3. 96 (3H, s) , 7. 09 (2H, d, J=9Hz) , 
7. 32-7. 34 (1H, m) , 7. 49-7. 61 (6H, m) , 7. 79 (2H, d, J=9Hz) , 8. 05-8. 08 (3H, m) , 
8. 13 (1H, s) , 8. 20-8. 21 (1H, s) , 8. 31 (1H, d, J=8Hz) 

mmm 22 ( 8 > 

■^=u-63^-jCM=-t-e^X^ - 1- (4-* 

v*ri"OV( )V) -3 - ( 2 - tr u 5>;i/x;wsfc— ;w -r>K— (fls-& 

$9 2 4 3) 
jtt£ : 1 9 8 - 2 0 1 *C 

'H-NMR(CDC1 3 ) 5 : 1 . 02 (9H, s) , 3. 95 (3H, s) , 7. 08 (2H, d, J=9Hz) , 

7. 35 (1H, d, J=8Hz) , 7. 46-7. 54 (2H, m) , 7. 54-7. 61 (2H, m) , 7. 80 (2H, d, J=9Hz) , 
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7. 91-7. 98 (1H, m) , 8. 20 (1H, d, J=8Hz) , 8. 24 (2H, s) , 8. 26 (1H. d, J=8Hz) , 

8. 33 OH, d, J=8Hz),8.68(lH, s) 

mmm 22 c 9 ) 

5- (2- (N-ter t-^X;i/7 7^JW 7 -1- (4-* 

b*i"<>'M)l) -3- U-*?-)l<7x.-)lX)lft-)V) <>h*-;i/ 
^2 4 4) 

m&: 196-199t 

'H-NMR(CDC1 3 ) 5 : 0. 95(9H, s), 2. 38(3H, s) , 3. 47(1H, s) , 3. 95(3H, s), 
7. 08 (2H, d, J=9Hz) , 7. 29 (2H, d, J=9Hz) , 7. 33 (1H, d, J=7Hz) , 7. 50-7. 56 (1H, m) , 
7. 56-7. 62 (2H, m) , 7. 79 (2H, d, J=9Hz) , 7. 93 (2H, d, J=8Hz) , 8. 07 (1H, s) , 
8. 1 0 (1H, s) , 8. 20 (1H, d, J=8Hz) , 8. 30 (1H, d, J=9Hz) 
2 2 (10) 

5- (2- (N- t e r t -~7?-)V7>)V7 T=f( )V) 7i-jV) -3 - <4-# 

PD7xn;ux;p*-;u) -1- (4-* b^f^yM ;w -f>K— ;i> 

t)24 5) 

'H-NMR(CDC1 3 ) <5 : 0. 98(9H, s) , 3. 44 (1H, s) , 3. 96 (3H, s) , 7. 09 (2H, d, J=9Hz) , 

7. 33 (1H, d, J=6Hz) , 7. 48 (2H, d, J=9Hz) , 7. 50-7. 62 (3H, m) , 7. 78 (2H, d, J=9Hz) , 

8. 01 (2H, d, J=9Hz) , 8. 09-8. 12 (2H, m) , 8. 21 (1H, d, J=8Hz) , 8. 32 (1H, d, J=9Hz) 

mmm 22 (id 

5- (2- (N-tert-ZfiW^THW 7 ^~)l>) - 1 - (4-i? 
^?^7 5y^>^JW - 3 -7x-M^tcM > H-;i/ 

2 4 6) 

: m&mM 

MA: 2 2 4-2 2 7"C 
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'H-NMR(CDC1 3 ) 6 : 0. 93 (9H, s) , 2. 77 (3H, s), 3. 13(6H, s) , 3. 40 (1H, s) , 
6. 65 (2H, d, J=9Hz) , 7. 1 5 (1H, d, J=9Hz) , 7. 35-7. 39 (2H, m) , 7. 46-7. 52 (3H, m) , 
7.52-7.64(4H,m),8.04(2H,d, J=7Hz) , 8. 1 8(IH, d, J=7Hz), 8.230H, s) 
MM 2 2 (12) 



5- (2- (N-ter t-y?;WJI/77H;W -1- (3-S? 

«t"£r^2 4 7) 
MjA: 2 0 0 - 2 0 2"C 

'H-NMR(CDC1 3 ) <5 : 0. 95 (9H, s) , 2. 77 (3H, s) , 3. 01 (6H, s) , 3. 46 (1H, s) , 

6. 88 (1H, d, J=8Hz) , 7. 01 (1H, d, J=9Hz) , 7. 08-7. 1 5 (2H, m) , 7. 28-7. 32 (1H, m) . 

7. 32-7. 39 (2H, m) , 7. 48-7. 54 (ZH, m) , 7. 54-7. 61 (2H, m) , 8. 05 (2H, d, J=8Hz) , 
8. 18(lH,d, J=7Hz),8.25(lH,s) 

mMM 2 2 (13) 

5- (2- (N-tert-»^7 7W) 7x-JW -1- (3->? 

^f;P75/^>^;W -3- (2-tfU'>*;i/x;i/^;w -<>H-;u <ffr& 

<»2 4 8) 

'H-NMR(CDC1 3 ) (5 : 1. 03 (9H, s) , 3. 04 (6H, s) , 4. 01 (1H, s) , 6. 97-7. 03 (3H, m) , 

— 7^3541HrdrJ=8Hz-M-^ - 

8. 20 (1H, d, J=8Hz) , 8. 23-8. 28 (3H, in) , 8. 43 (1H, d, J=9Hz) , 8. 68 (1H, s) 
mi&M2 2(14) 

~5^~ ( 4^7f x n; W ~- T- T4 _ - ^M 1 "^ > '?T)lT~-~3~- t"£ 5: 
M: 2 4 0-2 4 2^ 
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'H-NMR (CDCi 3 ) <5 : 3. 65 (3H, s) , 7. 09 (2H, d, J=9Hz), 7. 50-7. 54(2H, m) , 

7. 56-7. 59 (1H, m) , 7. 71 (1H, dd, J=9Hz, J=2Hz) , 7. 77-7. 82 (4H, m) , 

8. 00 (2H, d, J=9Hz) , 8. 02-8. 06 (2H, m) , 8. 1 4 (1H, s) , 8. 1 6 (1H, d, J=2Hz) , 
8.36(lH,d, J=9Hz),10. 10 (1H, s) 

nffiM 2 2 (15) 

5- (2- (1 - t e r t -7^)1- 1 H-fh7 7-^- 5 — < )l>) 7iZ 
)V) -1- (4-^Jl/7S/^>^JW -3-7xZ^*-M>H 
-)l {\\L^m 2 5 0) 

: 182-185"C 
'H-NMR (CDC 1 3 ) 5 : 1. 48(9H, s), 3. 13(6H, s), 6. 75 (2H, d, J=9Hz), 
7. 43-7. 58 (7H, m) , 7. 68-7. 75 (3H, m) , 7. 92-7. 98 (3H, m) , 7. 70 (1H, d, J=9Hz) , 
8. 14C1H, s) 
mmM2 2(16) 

5- (2- (N-tert-^MJI/77W) 7i^JW -3-7xz;|/ 
1 — <>F-)Vt!)Vi£>mt e r t Ut-&®}2 5 1) 

: ^7^7 7^ 
'H-NMR(CDC1 3 ) <5 : 0. 89 (9H, s) , 1. 71 (9H, s) , 3. 45 (1H, s), 7. 09-7. 13(1H, m) , 
7. 1 5-7. 20 (3H, m) , 7. 22-7. 28 (1H, m), 7. 41-7. 55 (3H, m) , 7. 55-7. 60 (2H, m) , 
7.95 (1H, s),8. 14(lH,d, J=9Hz), 8. 20-8. 27(lH,m) 

mmm 22 (17) 

5- (2- (N-ter t-7fM>7 7^;W 7i-Jl/) -2-^3^- 

3 -^oc-;i/^^-- i --r > F-;p#ji^>S? t e r t 

^2 5 2) 

gl& : 1 8 2- 1 84C 
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'H-NMR(CDC1 3 ) 6 : 0. 87 (9H, s) , 1. 74(9H, s) , 2. 80(3H, s) , 3. 48(1H, s) , 

7. 03-7.09(3H,m), 7. 16(2H, t, J=8Hz) , 7. 25-7. 29 (1H, m). 7. 45 (1H, t, J=8Hz), 

7. 48-7. 58(4H,.m) , 8. 14 (1H, d. J=8Hz) , 8. 1 8 (1H, d, J=8Hz) 

mmm 22 (is) 

5- (2- (N-tert-^fW7 7^iW 7x-JW -3- (2 -If 

y^i^tf-) - 1 — r > k— ten (ib^#j2 53) 

tt« : 

ftbk : 1 7 5 - 1 7 7 "C 

'H-NMR(CDClj) (5 : 0. 93 (9H, s) , 1 . 71 (9H, s) , 3. 53 (1H, s) , 6. 93-7. 00 (2H, m) , 

7. 22-7. 30 (1H, u) , 7. 41-7. 48 (2H, m) , 7. 52 (1H, t, J=8Hz) , 7. 59-7. 62 (2H, m) , 

8. 02 (1H, s) , 8. 14 (1H, d, J=8Hz) , 8. 24-8. 29 (1H, n) , 8. 36-8. 38 (1H, m) 

$mw 22 d9) 

5- (2- (N-tert-7"fH^77^W 7x-;W -2-^^- 
3-- (2-tf'Jy;^) - l-f>h*-JWM>it e r t -f^.)V 
m2 5 4) 

K£ : i 9 3- 1 9 4*C 

'H-NMR(CDC1 3 ) 6 : 0. 91 (9H, s) , 1 . 74(9H, s) , 2. 79 (3H, s) , 3. 54 (1H, s) , 

6. 78 (1H, d, J=9Hz) , 6. 94-6. 99 (1H, n) , 7. 24-7. 29 (1H, m) , 7. 38-7. 57 (4H, m) , 

— 7-58-(+H^MH-44lfl-drJ-8Hz-)^8^2-l-a.H,-d^9Hz. 

£$?0!2 2 : ( 2 0 ) 

5- (3-tru^) -3- u-tfu^;^*-) - 1 — -f >k— ;w*^>Bfc 

t e r t Wb-&«2~5 5) 

: ^€7^7 7 7 
'H-NMR(CDC1 3 ) (5 : 1 . 71 (9H, s) . 6. 91 (1H, d, J=9Hz) , 6. 98-7. 01 (1H. m) , 

7. 32 (1H, dd, J=6Hz, J=5Hz) , 7. 41 OH, t, J=7Hz) , 7. 59-7. 63(1H, m) , 
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7. 69 (1H, d, J=2Hz) , 7. 83-7. 89 (1H, m) , 8. 00 (1H, s) , 8. 32 (1H, d, J=8Hz) , 

8. 41 (1H, d, J=4Hz) , 8. 55 (1H, d. J=3Hz) , 8. 82 (1H, d, J=3Hz) 

2 2 (21) 

2- (l-t-yh^->AMz:;>-5- (2- (N-tert-Wxjl,7 

)V Ut&®2 5 6) 
tt« : Mfetft* 

: 8 8 - 9 1 "C 

'H-NMR(CDC1 3 ) 6 : 0. 87 (9H, s) , 1. 74 (9H, s) , 2. 75 (3H, s), 3. 52 (1H, s) , 
5. 42 (2H, s) , 6. 76 (1H, d, J=8Hz) , 7. 08 (1H, t, J=7Hz) , 7. 1 5-7. 2 1 (1H, m) , 
7. 21-7. 29 (1H, m) , 7. 32-7. 46 (3H, m) , 7. 46-7. 51 (4H, m) , 7. 58 (1H, d, J=9Hz) , 
7. 90 (1H, d, J=8Hz) , 8. 07 (1H, d, J=8Hz) , 8. 1 3 (1H, d, J=8Hz) ,8.21 (1H, d, J=9Hz) 

mmm 23(1) 

5- (2- (N-tert-^fMJP77^JW 7 =.~)V) -3-7x'Jk 
x;P7jx-;u-r>H-^ ({fc£-#;2 5 7) 

5- (2- (N-tert-7"f^77^;W ^oi-JP) -3-7x- 

1 — (>\*—M)v#>m t e r t -y^ji/o. 5 9 g&mkt^uy 

5mll;i«U MCPBAO. 4 7 gfciOAMTMI^HflM^bfc. SJfe«[* 

SiSSr- h7tFD77>5ml fcJML 4 %tK^^- HJ ^ A 2 m 1 ^inx. 

&m$i<D±.iMk&mZ: 0.38 gffc. 
Mfej& :215-218t 
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'H-NMR(CDC1 3 ) 6 : 0. 88 (9H, s) , 3. 44 (1H, s), 7. 35 (1H, d, J=8Hz) , 

7. 41 (1H, d. J=9Hz) , 7. 44-7. 54 (5H, m) , 7. 57-7. 60 (1H, m) , 7. 95 (1H, d, J=3Hz) , 

8. 00 (1H. s) , 8. 02-8. 06 (2H, m) , 8. 19 (1H, d, J=8Hz) , 9. 07 (1H, brs) 

mmm 23 c 2 ) - < 6 > 
mmm2 3 (i) iimfflzLT* «t© ut&®2 5 8) - ut&W2 6 2) 

£g jgffl 2 3(2) 

5- (2- (N-tert-yfK^jHJW ^oi-JU) -2-*3\>l/- 
3-7xz;VX;^-JK>M 5 8) 

B£: 2 3 1-2 3 3^ 

'H-NMR(CDC1 3 ) 5 : 0. 93 (9H, s) , 2. 78 (3H, s) , 3. 52 (1H, s) , 7. 22-7. 28 OH, m) , 
7. 37 (1H, d, J=7Hz) , 7. 40-7. 53 (5H, m) , 7. 57-7. 60 (1H, m) , 7. 99 (2H, d, J=8Hz) , 
8. 1 0 (1H, s) , 8. 1 9 (1H, d, J=8Hz) , 8. 87 OH, brs). 
m&M 2 3 ( 3 ) 



5- (2- (N-tert-^fW7 7HiW 7xZ)W -3- (2-tf 
•J ¥)V7.)V-fc~)V) -f > 2 5 9) 

fttt : 

jg£ : 2 6 5 - 2 6 6 "C 

'H-NMR-(GDG-l- 3 )— 5^1,-20-(9H,-sM,^2XlH,-sXX-lX(iH,jd,J=3Hzl ( 

7. 28-7. 30 (1H, m) , 7. 34 (1H, d, J=7Hz) , 7. 42-7. 45 (1H, m) , 7. 45-7. 53 (1H, m) , 
7. 53-7. 60 (1H, m) , 7. 82 (1H, d, J=8Hz) , 7. 93 (1H, dd, J=9Hz, 2Hz) , 
1720 (liTd/j=3Hz)",T23 W, s)", 8. 25-8. 29 lm,m) ', 8. _ 68(TO," J^5Hz57~" 
9.39(lH,brs) 

mmm2 3 (4) 

5- (2- (N-tert-^HJl/7 7^iW -2-*5MP- 
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3 - ( 2 - tr 'J =s)v*)V-fc-)V) -f > F-;i/ (its® 2 6 0 ) 

Kjft : 2 4 5-2 4 7<C 

'H-NMR(CDC1 3 ) <5 : 1. 05 (9H, s) , 2. 71 (3H, s) , 4. 65 (1H, s), 6. 73 (1H, d. J=9Hz) , 
7. 1 1 (1H, d, J=7Hz) , 7. 34 (1H, d, J=7Hz) , 7. 41-7. 46 (1H, n) , 7. 49 (1H, t , J=7Hz) , 

7. 57 (1H, t, J=8Hz) , 7. 91 (1H, dd, J=6Hz, 5Hz) , 8. 21 (1H, d, J=8Hz) , 8. 25 (1H, s) , 

8. 68 OH, d, J=5Hz),8. 94 (1H, s) 
3HM0!)2 3(5) 

2- (5- (2- (N-tert-^fM)P7 7^JW 7i^W -2-* 
•^M* > K-Jl'- 3 — awVft—M ^Ifi'Oy^ (ft^2 6 1) 

1 1 8-1 2 01C ' 
'H-NMR(CDC1 3 ) 6 : 0. 92 (9H, s) , 2. 67 (3H, s) , 3. 67 (1H, s), 5. 28 (2H, s) , 

7. 22-7. 30 (1H, m) , 7. 30-7. 38 (4H, m) , 7. 38-7. 44 (3H, m) , 7. 44-7. 58 (5H, m) , 

8. 00 (1H, s) , 8. 08-8. 1 1 (1H, m) , 8. 1 7 (1H, d, J=8Hz) , 8. 70 (1H, brs) 

mmm 23 ( 6 > 

5- O-fcfUv^) -3- (2 -&Ji?)V7>)U£~M -f>K-;P (ft£- 
i 2 6 2) 

fflj* : 2 7 or (dec.) 

'H-NMR(DMS0-d 6 ) <5 : 7. 51-7. 55 (IH.m), 7. 58-7. 66 (4H, m) , 8. 06-8. 12 (2H, m) , 
8. 23 (1H, d. J=7Hz) , 8. 27 (1H, d, J=8Hz) , 8. 29 (1H, s) , 8. 47 (1H, s) , 
8. 66(lH,d, J=4Hz) 
mmM2 4 (1) 

1- (3-y/?M5y^>7^,)|/) -3-7i-;WM- )V- 5 - (2- 
^77^^71-^) -i>\ s —JU Offc-D-* 2 6 3 ) <D&f& 
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5- (2- (N-ter t-^l/X^j^iW 7i-JW -3-7il 
JM' > K— )V (9 4mg) h7tFD77>4mlMU S> 
-ryynt^ux^TSX). lml. 3-^f^75y^>^^DUH 
7 0 mg SrflnA 3 0tT70 P#Wfl|#L£. 4 %7mit-f h U ^7 A?Ki§ 

MA : 124-126'C 

'H-NMR(CDC1 3 ) 6 : 3. 05 (6H, s) , 4. 20 (2H, s) , 6. 99-7. 04 (3H, m) , 

7. 38 (1H, d, J=7Hz) , 7. 40-7. 45 (1H, m) , 7. 48-7. 60 (5H, m) , 7. 63-7. 67 (1H, m) , 
; 8. 01-8. 04 (2H, m) , 8. 09 (1H, s)., 8. 16 (1H, s) , 8. 21 (1H, d, >7Hz) , 

8. 44(lH,d, J=9Hz) 
nffiM2 4 (2) - (9) 

mmm2 4 (i) tmm\zvx. utf© (^2 6 4) - ofb-&t> 2 7 1 ) 
umm 24(2) 

-5 - (2-7^77 ; &-r^7x^) -f>h*-;U (M2 6 4) 
tttf : 

2~0 0~- 2 oTc 

'H-NMR(CDC1 3 ) .5 : 2. 31 (3H, s) , 2. 80 (6H, s) , 4. 20 (2H, s) , 7. 07 (1H, d, J=6Hz) , 

7. 28-7. 37 (3H, m) , 7. 49-7. 59 (5H, m) , 7. 62-7. 66 (1H, m) , 7. 83 (1H, s) , 

8. 01 (2H, d, J=7Hz) , 8. 06 (1H, s) , 8. 21 (1H, d, J=7Hz) , 8. 49 (1H, d, J=8Hz) 
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1- (3 -^7 an- 2 -^f;K> 4 /-f M -3-7izMJI/»-5- 
(2-X)Vy7^)ls7x.~)ls) -f>K-;U ({fc£tl2 6 5) 
14« : 

Bfi^ : 2 3 1 - 2 3 4-C 

■H-NMR(CDClj) <5 : 2. 40 (3H, s) , 4. 23 (2H, s) , 7. 30-7. 39 (3H, m), 

7. 50-7. 60 (5H, m) , 7. 65 (2H, I, J=8Hz) , 7. 75 (1H, s) , 8. 02 (2H, d, J=7Hz) , 

8. 07 (1H, s) , 8. 20 UH, d, J=9Hz) , 8. 50(1H, d, J=9Hz) 

1- (3-* h^iy-2-^)V^.>V^ )V) -3-7x- )\s^)V-fc~)V~b- 

(2-x;i/7 7 : E'r;i'7x-;w -i*>f-^ (fc-^2 6 6) 
tttK : %m&B* 

: 223-226t 
l H-NMR(CDCl 3 ) <5 : 2. 21 (3H, s) , 3. 95 (3H, s) , 4. 20(2H, s) , 7. 00(1H, d, J=8Hz) , 
7. 09 (1H, d, J=8Hz) , 7. 32-7. 39 (2H, m) , 7. 48-7. 60 (5H, m) , 7. 64 (1H, 1 , J=7Hz) , 
7. 80 (1H, s) , 8. 01 (1H, d, J=7Hz) , 8. 05 (1H, s) , 8. 20 (1H, d, J=7Hz) , 
8.51(lH,d, J=9Hz) 
4 (5) 

1- (3-^*5^1/75./- 2 -*5F;t^>y-f )V) - 3- ( 2 - tf< J z?JV7>)V 
t£~)V) -5- (2-7^77 : E'f;l'7x-JW -i>Y— )V (4*fc-&#l2 6 7) 

: mm&mm 

ffli&: 2 1 9-2 2 2t 

'H-NMR(CDCI 3 ) 6 : 2. 30 (3H, s) , 2. 77 (6H, s) , 4. 91 (2H, s) , 7. 05 (1H, d, J=6Hz) , 
7. 22-7. 32 (2H, n) , 7. 40 (1H, d, J=8Hz) , 7. 47-7. 58 (3H, m) , 7. 63 (1H, d, I=6Hz) , 

7. 86 (1H, s) , 7. 91-7. 97 (1H, m) , 8. 18-8. 21 (2H, m) , 8. 32 (1H, s) , 8. 50 (1H, d, J=9Hz), 

8. 66(1H, d, J=5Hz) 
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24(6) 

1- (3 h*->- 2 -^^)V^>V-i )V) -3- (2 - tfU^UX^V^n 
;W -5- (2 -7^77 ; E'f^7i-;W -f>F-;i/ (M2 6 8) 
: 

K £ : 2 3 5 - 2 3 7 *C 

'H-NMR (CDC1 3 ) 6 : 2. 1 9 (3H, s) . 3. 93 (3H, s) , 4. 92 (2H, s) , 6. 98 (1H, d, J=8Hz) , 
7. 07 (1H, d, J=8Hz) , 7. 34 (1H, t, J=8Hz) , 7. 40 (1H, d, J=6Hz) , 7. 49 (1H, t , J=6Hz) , 

7. 51-7. 58 (2H, m) , 7. 64 (1H, t, J=7Hz) , 7. 82 (1H, s) , 7. 94 (1H, t, J=8Hz) , 

8. 20 (2H, t , J=7Hz) , 8. 33 (1H, s) , 8. 52 (1H, d, J=9Hz) , 8. 67 (1H, d, J=5Hz) 
H»J2 4 (7) 

1- (2, h*i"<>'M)i>) -3- (2-trus^;ux;w*— ;w -5 

1 3 5-1 3 8*C 
! H-NMR(CDC1 3 ) 5 : 3. 75 (3H, s) , 3. 92 (3H, s) , 4. 84(2H, s) , 6. 56 (1H, s) , 

6. 64 (1H, d, J=9Hz), 7. 38-7.41 (1H, m), 7.41-7. 58(4H,m), 7. 63 (1H, t, J=8Hz), 

7. 90-7. 98(2H, m) , 8. 20 (2H, t, J=8Hz) . 8. 23 (1H, s) , 8. 47 (1H, d, J=9Hz) , 
8.65(lH,s) 

mffiM2 4 (8) 

5- (2-x;i/7 7 ; E'r^7x-;w <>K-;u (M270) 

«££ : 2 3 3 - 2 3 6 t: " 

'H-NMR (CDC 1 3 ) 5 : 3. 91 (3H, s) , 4. 05 (3H, s) , 4. 84 (2H, s) , 6. 51 (1H, d, J=9Hz) , 
7. 40 (1H, d, J=7Hz) , 7. 47-7. 58 (3H, m) , 7. 60-7. 65 (1H, m) , 7. 84 (1H, d, J=8Hz) , 
7. 90-7. 95 (1H, m) , 7. 98 (1H, s) , 8. 18-8. 22 (2H, m) , 8. 28 (1H, d, J=lHz) , 
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8. 46 (1H, d, J=9Hz) , 8. 66 (1H, d, J=4Hz) 

1- (3-y/WS/-2-^5 1 ;K> > /'fJl/) -5- <3-fcru5*;w - 
3 - ( 2 - fc? U ~?)V7s)Vi£~)\,) > H-;U «b£tl 2 7 1) 

M& : 225-228t 

'H-NMR(CDC1 3 ) 6 : 2. 28(3H, s), 2. 78(6H, s), 7. 08(IH, d, J=7Hz), 

7. 28-7. 36 (2H, m) , 7. 38 (1H, t, J=7Hz) , 7. 46-7. 5 1 (1H, m) , 7. 55 (1H, d, J=8Hz) , 

7. 62 (1H, d, J=9Hz) , 7. 94-8. 00 (2H, m) , 8. 20-8. 28 (3H, m) , 8. 52 (1H, s) , 

8. 54 (1H, d, J=9Hz) , 8. 66 (1H, d, J=5Hz) 

mmm 25 <n 

1- (3 - ; - 2 -^f M>^;W - 2-^)1- 

)V- 5 - (2 -x^T^-fi^i- )V) ok— ;i/ ab-a- 

#12 7 2) 

5- (2- (N-tert-^fJl/^yHiW ^x~;i/) -2-*3Ml/ 
-3-7i^XM- ;W>H— ;P9 0mgSfh7th'D75>4m 1 K» 
tfU ^TtCTK^fc^- h U A (6 0%) 20mg> 3-^W$;-2 
-^fM^MPU H8 9mg$Mlig^5m 6 0 t^T 1 B#P H TO£ 

St/H : 118-121'C 
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'H-NMR(CDC1 3 ) 6 : 2. 29 (3H, s), 2. 70 (3H, s), 2. 73 (6H, s), 4. 26 (2H, s), 
7. 00-7. 03 (1H, m). 7. 12 (1H, d, J=9Hz) , 7. 21-7. 31 (3H, m) , 7. 34-7. 39 (1H, m) , 
7. 49-7. 65 (5H, m) , 8. 01 (2H, d, I=8Hz) , 8. 1 8 (1H, d, J=8Hz) , 8. 26 (1H, s) 
H»J2 5 (2) - (6) 

mmm2 5 (i) tmmizLT, £kt<d (ft-^2 7 3) - (^277) 

^»J2 5 (2) 

1- (2, V^zy^yV^ )V) -2-*^)1-Z-7x.~)V7s)\<t$s-)V 

-5 - (2-^1/77^^71-^) -T>H-;U (M2 7 3) 

St£ : 1 2 3 - 1 2 6<C 

'H-NMR(CDC1 3 ) 6 : 2.74 (3H,s), 3.42 (3H, s) , 3.90 (3H, s) , 4.26 (2H,s), 

6. 40 (1H, d, J=2Hz) , 6. 62 (1H, dd, J=8Hz, J=2Hz) , 7. 19(1H, d, J=9Hz) , 

7. 21-7. 28 (1H, m) , 7. 39 (1H, d, J=6Hz)., 7. 44-7. 59 (4H, m) , 7. 59-7. 67 (2H, m) , 
7. 97-8. 02 (2H, m) , 8. 1 7 (1H, d, I=8Hz) , 8. 23 (1H, s) 

ft«J2 5 (3) " 

1- (3-^ F + ->-2-/fM> 1 /'fJl') -2-/fJl/-3-7i-;i/XJl/ 
5- (2 -xjvyy^oiy^-^) -f>H— ;i/ (M2 7 4) 

— IS-^-r-l-2-8-=-l-3-l- , C 

'H-NMR(CDC1 3 ) 5 : 2. 24 (3H, s) , 2. 69 (3H, s) , 3. 91 (3H, s) , 4. 26 (2H, s) , 

6. 92 (1H, d, J=8Hz) , 7. 09 (1H, d, J=8Hz) , 7. 18 (1H, d, J=8Hz) , 7. 21-7. 30 (1H, m) , 

7 . 3 6 ( 1H, d, J~=8Hz) , 7- 48-7 . _ 6 2"(6H, m) , 8."0 K2H, d, J=8HzT,"8."l9 ( 1 17(U =THzT," 

8. 27(lH,s) 
HMF0 2 5 (4) 

1- (3-y^^7^y-2-^5 1 iK>^JV) -2-^^-3- (2- 
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ft2 7 5) 
i*: 122-I25t: 

'H-NMR(CDC1 3 ) <5 : 2. 28(3H, s) , 2. 71 (3H, s) , 2. 73 (6H, s) , 5. 08 (2H. s) , 
7. 03 (1H, d, J=8Hz), 7. 08 (1H, d, J=9Hz), 7. 18-7. 21 (1H, m), 7. 21-7. 30 (2H, m), 
7. 36 (1H, d, J=7Hz) , 7. 46-7. 53 (2H, m) , 7. 57-7. 61 (1H, m) , 8. 1 7-8. 22 (2H, m) , 
8. 42 (1H, d, I=2Hz) , 8. 65 (1H, d, J=5Hz) 
5 (5) 

1- (2, e-s^t^s/n^y-ow -2-><^;u-3- (2-k»j>wx 

-5- (2-xj1/7 7^^7x-;w OK-;i/ «t^2 7 6) 

ibA: 1 2 3-1 2 5t 

'H-NMR(CDC1 3 ) 5 : 2. 75 (3H, s) , 3. 62(3H, s), 4. 00(3H, s), 5. 08(2H, s) , 
6. 47 (1H, d, J=8Hz) , 7. 22 (1H, s) , 7. 39 (1H, d, J=8Hz) , 7. 46-7. 54 (2H, m) , 
7, 60 (1H, t , J=8Hz) , 7. 90-7. 98 (2H, m) , 8. 1 8 (1H, d, J=8Hz) , 8. 22 (1H, d, J=8Hz) , 
8.40(lH,s),8. 64 (1H, s) 
*»J2 5 (6) 

2 - (i - (3-^?;i'75/-2-^5 1 ;K> , /<;w -5- {2-7,)vy 
>s>;i/ «b^*2 7 7) 

8k£: 1 3 0-1 3 2«C 

'H-NMR(CDC1 3 ) 8 : 2. 32 (3H, s) , 2. 49 (3H, s) , 2. 88(6H, s) , 4. 60 (2H, brs) , 
5. 06 (2H, s) , 7. 05 (1H, d, J=9Hz) , 7. 09 (1H, d, J=8Hz) , 7. 21-7. 34 (8H, m) , 
7. 39 (1H, d, J=8Hz) , 7. 48-7. 54 (1H, m) , 7. 54-7. 67 (4H, m) , 8. 1 4 (1H, s) , 
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8. 16 (1H, d, J=9Hz) , 8. 22(1H, d, J=7Hz) 
mmM26 (1) 

5- (2-^7 7^^71^) -1- (4-* h^-yO'MM -3- 

^;u^;k>K-;w <Ak&m2 7 8) 

5- (2- (N-tert-7"fM>77^;W 7i-JH -1- (4- 

^ h^^w-r;!") -3-*;i<s;m'>f— jk>. 5 7 g^hU7Mnit 

1 2mn«LifiTl 7B#F B TO£L/t. ;£«£i«*fcU ffifngfflfcMi'*- h 

£4 0mg#fc. 
Wi& : 2 0 7 - 2 1 0 r 

•H-NMR(CDC1 3 ) 5 : 3. 95 (3H, s) , 4. 03 (2H, s) , 7. 10(2H,d, J=9Hz), 

7. 43 (1H, d, J=7Hz) , 7. 52-7. 69 (3H, m) , 7. 83 (2H, d, J=9Hz) , 8. .1 1 (1H, s) , 

8. 20 (1H, d. J=7Hz) , 8. 32 (1H, d, J=9Hz) , 8. 38 OH, s) , 10. 08 (1H, s) 
mMM2 6 (2) - (6) 

^ffiM2 6 (1) tmm^LT. SIT<D (ft^2 7 9) - Ofb"&#J 2 8 3 ) 

t m&m2 6 (2) 

(2-tf u^k*^*-^) -f >h*-;u (ib^2 7 9) 

MWSi: 224-227t 

'H-NMR(CDC1 3 ) 5 : 3. 94(3H, s) , 4. 89 (2H, s) , 7. 07 (2H, d, J=9Hz) , 

7. 41 (1H, d, J=7Hz) , 7. 48-7. 57 (3H, m) , 7. 61-7. 66 (1H, m) , 7. 78 (2H, d, J=9Hz) , 

7. 95 (1H, t, J=7Hz) , 8. 1 6 (1H, s) , 8. 1 8-8. 24 (2H, m) , 8. 32 (1H, s) , 
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8. 35 (1H, d, J=9Hz) . 8. 62-8. 68 (1H, m) 
H« 2 6 ( 3 ) 

5- (2-X;V77 ; 6'f^7xr.JW -1- (4-*h*~>^>\AOt') -3- 
(4-^fJV7i-MM-;W -4>Y-)V (ft^»2 8 0) 

IMjft : 2 0 5-2 0 7t 

'H-NMR(CDC1 3 ) 6 : 2. 39 (3H, s),3. 96 (3H, s), 4. 23 (2H, s), 7. 09 (2H, d, J=9Hz), 

7. 29 (2H, d, J=9Hz) , 7. 37 (1H, d, J=7Hz) , 7. 50-7. 58 (2H, m) , 7. 61-7. 65 (1H, m) , 
7.79(2H,d, J=9Hz),7.91(lH,d, J=9Hz) , 8. 09 (1H, s), 8. 10 (1H, s) , 

8. 21 (1H, d, J=7Hz) , 8. 34 (1H, d, J=9Hz) 
mMM2 6 (4) 

5- (2-7Jl'77 : £<Jl'7x^l/) -1- (4-y/W5;^> 4 /'fJW 
- 2 - ^f Jl/- 3 - > F- )V Wb"&*2 8 1) 

: 138-140'C 
■H-NMR(CDC1 3 ) 5 : 2. 75 (3H, s) , 3. 13 (6H, s) , 4. 28 (2H, s) , 6. 67 (2H, d, J=9Hz) , 
7. 1 8-7. 25 (2H, m) , 7. 25-7. 30 (1H, m) , 7. 39 (1H, d, J=9Hz) , 7. 46-7. 58 (3H, m) , 
7. 58-7. 68 (3H, m) , 8. 03 (2H, d, J=9Hz) , 8. 20 (1H, d, J=9Hz) . 8. 24 (1H, s) 

mmm2Q (5) 

5- {2-7.)^yT^)Vy3L-)V) -1- (3-y^Jl/75/^>7^;W 

-2-^^;1/-3-7x^ju^;^-;k>h— )V Uk-&m2 8 2) 

m& : 122-125*0 

'H-NMR(CDClj) 6 : 2. 75 (3H, s) , 3. 00 (6H, s) , 4. 27(2H, s) , 6. 93 (1H. d, J=8Hz) , 

7. 01 (1H, d, J=8Hz) , 7. 09 (1H, s) , 7. 18 (1H, d, J=9Hz) , 7. 21-7. 30 (1H, m) , 

7. 32 (1H, t, J=8Hz) , 7. 38 (1H, d, J=7Hz) , 7. 49-7. 65 (5H, m) , 8. 03 (2H, d, J=8Hz) , 
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8. 18(lH,d, J=8Hz), 8. 25 (1H, s) 

mm 2 6 ( 6 ) 

5- (2-^l/7 7^^7i^W -1- O-y^Wiy^Oy-f^) 

-3- (2 - tru^x;^-^) -r>H-;u ab^2 8 3) 

14« : Jtt6»* 

jM : 1 3 3 - 1 3 5 -C 

'H-NMR(CDC1 3 ) 6 : 3. 03 (6H, s) , 4. 91 (2H, s) , 6. 96-7. 01 (3H, m) , 

7. 38-7. 42 (2H, m) , 7. 45-7. 59 (3H, m) , 7. 64 (1H, t, J=8Hz) , 7. 94 (1H, t, J=6Hz) , 

8. 1 5-8. 24 (3H, m) , 8. 33 (1H, s) , 8. 45 (1H, d, J=9Hz) , 8. 66 (1H, d, J=4Hz) 

nmm 2 7 

2- (1- (3 - y^W5 y - 2 - /^;k>^;w -5- 
7 ; e<^7x-;w -2->5 l ;k>h-;u-3 — r;^;w*=;w ^isi 

Ut&m2 8 4) 

2- ( 1 - (3 - y/ 7 - 2 - y5 1 M>^ JW -5- (2-7JU 

'OvUI/O. 2 9 g^^y-JWm 1 {'^DtK^A^^OA^-^— 
0. 1 2 g £ijn*7K3S»H3lT\ B|KHt#k&. M*££33®U ^«c* 

— S6^-:-l-6-4—- 1-6-8-TS 

'H-NMR(CDC1 3 ) 6 : 2. 18 (3H, s) , 2. 53 (3H, s) , 2. 66(6H, s) , 7. 08 (1H, d, J=9Hz) , 
7. 1 3-7. 1 9 (2H, m) , 7. 26 (2H, t , I=6Hz) , 7! 34 ClH, t. J=8Hz) , 7. 39 (1H, d, J=8Hz) , 
7. 57-7. 68 (3H, m) , 7. 74 (1H, t, J=7Hz) , 7. 90 Oh7s)~ YoslflTd J^h7)7 " 
8. 14(lH,d, J=8Hz) 
2 8 

5- (2- (N-7-fe^;i'7JW:7 7 ; E'f ;W 7x~;W -1- {4-V*J-)V7 
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$y^>^;w - 2 - ^ f ji/- 3 - 7 1 - ji/x;i/*-;w > K-;i/ «b-&«&2 

8 5) 

;i/-5- (2-^7 7Hil/7i-JW <>K-;V4 0mg$fh7th'O7 
7>2mll:^iU TMtfl^hU^A (6 0%) 4mg, 7tWD'JF6 
Ai 1 £m^T6BfPsli£#Lfc. ^?S^7j<^PA^ao^;WAT'tttHb, *e 

□ D*M) C#L±iH{b^^llmg#fc. 
If ^ : $mOT* 

: 144-146t 
'H-NMR(CDC1 3 ) 6 : 1. 98 (3H, s) , 2. 75 (3H, s) , 3. 13(6H, s) , 6. 66 (2H, d, J=9Hz) , 
7. 1 2-7. 20 (2H, o) , 7. 39 (1H, d, J=7Hz) , 7. 47-7. 54 (2H, m) , 7. 54-7. 61 (2H, m) , 
7. 61-7. 70 (3H, m) , 8. 00 (2H, d, J=8Hz) ,8.19 (1H, s) , 8. 40 (1H, d, I=8Hz) 

mmm 2 9 

3 - V*3-)V? 5 J - 2 - ^ fJl^IfS iih^m 2 8 6) 

3-75y-2-^MMi5g 1 »U9A13. 7g£N, N->? 
^fJ^Jl/A75 F50ml tJP*., ^-e^^^HSft^ 3 Om 1 SITLfc. 

m 1 4 %7mik± h U V A 7 0 m 1 £JP;i 2 B ^ilrjit b7c 0 50ft$t£ 

u ^ x >sre *fp b re* mm^jur-mih Lmymm^ tf* ATSit 

iHgUifEft^t)S 3.46 gt#fe 0 
tttK : HOT* 
It& : 125-127 "C" 

'H-NMR (DMS0-d 6 ) 6 : 2. 41 (3H, s) , 2. 62 (6H, s) , 7. 18-7. 25 (2H, m) , 
7. 35-7. 40 (1H, m) 
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mmm 30 d) 

5-tFD^>-l- (4-* h*zs^>V-lM -3- (4-^)V7ol=i)V 
7s)VHr^)V) -T>H-;i/ (M2 8 7) 

5-K>z?Jl**~>- 1- (4-* h^^>y<;W - 3- (4-^^;i/7 
x— -f>F— ;K). 6g&fb7tHD77>2ml, 

(y'J*^;i'DD^A) {C#U_hiB'ffc"&#j£0. 17g#fc. 

: m&m* 

Mk£: 1 7 4- 1 7 6'C 

'H-NMR(CDClj) «5 : 2. 38 (3H, s), 3. 93 (3H, s), 5. 48 (1H, s), 6. 94 (1H, d, J=9Hz), 
7. 05 (2H, d, I=9Hz) , 7. 28 (2H, d, J=8Hz) , 7. 32 (1H, d, J=3Hz) , 7. 74 (2H, d, J=9Hz) , 
7. 88 (2H, d, J=8Hz) , 8. 01 (1H, s) , 8. 13 (1H, d, J=8Hz) 

mmmso (2) 
mum 30 <d t^tcibT, jbtf® at-^2 8 8) 

1- (4-^5 i ;PrsV^>*/-1'JW - 5 - b Hn+->- 3-7x^7;^ 
n;W > XK&m 2 8 8) 
tttt : 

: 1 9 7-2 0 0'C 

'H-NMR-(C-D&l y )— (5^-3^1-3-(6H^s-)-,~5.-0-l-(-lH,-S.)-,-6.-7-4-(.2H,-d,J=9Hz)-, 

6. 93 (1H, dd, J=9Hz, J=2Hz) , 7. 32 (1H, d. J=2Hz) , 7. 47-7. 51 (2H, m) . 

7. 51-7. 58 (1H, m) , 7. 70 (2H, d, J=9Hz) , 8. 01 (2H, d, J=8Hz) , 8. 07 (1H, d, J=9Hz) , 
8. 12(lH,s) 

mmm 31(1) 

(l- (4-/h4 : y / <> > /-fW -3- (4-^f^7i- -f 
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)V*)Vt£~)V) •f>Ml/5 0mg§rh7tKO77>2mlMU 7K35I 
<k1-bVV& (6 0%) 6mg, 7o«Xf Jl. 2 0 l ^iD^iglr 1 ^1 

MA : 2 0 1 - 2 0 4r 

'H-NMR(CDC1 3 ) 6 : 1. 27 (3H, t, J=7Hz) , 2. 37 (3H, s) , 3. 92 (3H, s) . 
4. 24 (2H, q, J=7Hz) , 4. 87 (2H, s) , 7. 01 (2H, d, J=9Hz) ,7.18 (1H, dd, J=9Hz, J=2Hz) , 
7. 21-7. 30 (3H, m) , 7. 75 (1H, d, J=2Hz) , 7. 84 (1H, s) , 7. 89 (2H, d, J=8Hz) , 
8. 1 8 (2H, d, J=9Hz) 
^mm3 1 (2) - (3) 

mmm3 1 en tmmiz^x, wtcd ut&®2 90- at^2 9 d 
mmm3 1 (2) 

(1- (4-^ h*>^>\Af;p) -3- (4-^^7izji,) x;1/^^:;k 
>H-;U- 5— -OW ^v'BfKt e r t Uk&Qs2 9 0) 

Bbft : 1 84-1 8 6t 

'H-NMR(CDC1 3 ) <5 : 1. 44 (9H, s), 2. 36 (3H, s), 3. 92 (3H, s), 4. 76 (2H, s), 
7. 01 (2H, d, J=9Hz) , 7. 1 8-7. 20 (1H, m) , 7. 25-7. 29 (3H, m) , 7. 75 (1H, s) , 
7. 83 (1H, s) , 7. 89 (2H, d, J=9Hz) ,8.18 (2H. d, J=9Hz) 

mmm 31 ( 3 > 

(1- U-iS*^JV7S.y<>"MA) -3-7x^M-M>K-^ 
-5— f;W t*'>l»t e r t-^;U Uk&m2 9 1) 
Bit* : fcfififrsfc 
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MM. ■ 1 0 7 - 1 0 9 

'H-NMR(CDC1 3 ) 6 : 1. 43 (9H. s) , 3. 10 (6H, s) , 4. 76 (2H, s) , 6. 72 (2H, d, J=9Hz) , 
7. 17-7. 21 (2H, m) , 7. 42-7. 51 (3H, m) , 7. 76 (1H, d, J=2Hz) , 7. 84 (1H, s) , 
7. 99-8. 02 (2H, m) , 8. 08 (2H, d, J=9Hz) 
mffiM3 2 (1) 

(l- (4-> h^z/^^MM -3- (4-^^;U7x-;i/x;u*-;w 
>h*-;u-5--r;p) a-^ra Wb^-«2 9 2) 

(1- (4-;* h^->^>V-T;W -3- (4-*^)l7 3L=.)VX)\/ft—Jl<) 
-f> F— JU- 5 — f ;W it^ffifct e r t -:7*3MI/4 Omgl:h'J7;^Dffi 
$?2m 1 *in^»Tl B«#b£. SJ«Wt&«HIU±iS{k-&«lS3 Omg#fc. 
tttt : 

: 2 2 8 - 2 3 1 <C. 
•H-NMR(DMSO-d 6 ) <5 : 2. 34(3H, s) , 3. 89 (3H, s) , 5. 18(2H, s), 7. 14(2H, d, J=9Hz), 

7. 18 (1H, d, J=9Hz) , 7. 38 (2H, d, J=9Hz), 7. 58-7. 64 (2H, m) , 7. 86 (2H, d, J=9Hz) , 

8. 12(2H, d, J=9Hz),8. 29 (1H, s) 
MMM3 2 (2) 

mnw3 2 (i) tmmizLx, ar© ({^293) ^mt^ 
(1- (4-y^W5y^>y<^) -3-7x-;w;i/*- ;k>k— ;u 
- 5 — r ;p) 0ffc-£r%2 9 3) 



MLA : 2 6 5t:(dec.) 

'H-NMR (DMS0-d 6 ) 5 : 3. 06 (6H, s) , 4. 59 (2H, s) , 6. 80 (2H, d, J=9Hz) , 
~ 7ToT(Tir _ d7j=9Hz)T 7. 43 (1H.T. J=9HzT, 7.~50 r 7. 61^7^70^7798 (4H,~ii57 " 

8. 20 (1H, s) 
0^M5 (1) 

2- (2-^77*0^^) "Zi^>^^>> 7 ;U3i7 > ^;i/ (ft^*2 9 4) 
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2-^Wyh-n^>i 6. 2 g^DMF 3 0 m 1 ICjD^TM* U ^ A 5 . 

2P#H*#Lfc. W^D5H6. 8 4g&m^TMT?3«rlW«H^b&. 
ftBfcX3^2 5 0ml £;bn*.T7.kl 1 X 2®|5fe#Lfe. «TMttttft&£. M 

tt# : 

it^t : 6 4 - 6 4 . 5 "C 

'H-NMR (CDC1 3 ) 6 : 2.32(3H,s), 3.89(2H,s), 5.37(2H,s), 
7. 06 (1H, dd, J=8Hz, J=5Hz) , 7. 33-7. 46 (5H, m) , 8. 26 (1H, dd, J=8Hz, J=2Hz) , 
8.47(lH,dd, J=5Hz, J=2Hz) 
##0<J5 (2) - (3) 

##08 5 (1) t«LT, KTO (fb^#2 9 5) ~ tffr&fc2 9 6) 
##08 5 (2) 

6- -3?>|^>y;i,xXf^ (ft^2 9 5) 

'H-NMR (CDClj) 6 :2.34(3H,s), 4.03(2H,s), 5.36(2H,s), 
7. 29 (1H, dd, J=8Hz, J=lHz) , 7. 34-7. 45 (5H, m) , 8. 09 (1H, dd, J=8Hz, J=2Hz) 
9.0K1H, dd, J=2Hz, J=lHz) 
##08 5 (3) 

4- (2-^V^Plf;^^) ^MWrm^>i»U^X^)U «t-€i®2 9 6) 

'H-NMR (CDCI3) <5 : 2.29 (3H,s), 3.75 (2H,s), 5.34 (2H,s), 7.30 (2H,d,J=8Hz), 
7. 34-7. 44 (5H, m) , 7. 97 (2H, d, J=8Hz) 
##0116 
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4- 7x-;i/t*->»i te r t -^X7f 

;u «fc-&<» 2 9 7) 

p-kh'D^vWi/-^ 8. 6 gi^PPTir h> 6. 4g^^oa 
pc^> 1 2 0mlC^U^:.^Tfc:> ? <y7 p Ptf;PX^;i/T5> 8. 8g/y 
/?PP*^>1 Om 1 £ 1 5#T?rFLfc.ll2S-r5 OB^it^bfc. 3%^X> 
mi 0 Om 1 T»bfcoM^^«l£T®*bfe.^^^^>^P^ 
t«W;.»£ll. 3gf#£. i!0@«:5. 4 6giyo«ter 
t-^;PX^^;U5. 8 5g£N, N-y^WMJSh^OmlM 
IT. »'J^)A6. 9 g £ijn*.fco ^T3B#P B m^bfeo IH^iH 0 
Om 1 ^jjn^.T3 %^®?^"hU'>A7K3 0 0ml x 2 faliJt^bfco W*^JIte3& 

'H-NMR (CDC1 3 ) 5- : 1 . 49 (9H, s) , 2. 25 (3H, s) , 3. 56 (2H, s) , 4. 48 (2H, s) , 
6. 83 (2H, dd, J=7Hz, J=2Hz) , 7. 33 (2H, dd, J=7Hz, J=2Hz) 
##0»J 7 

2- (2-^y^ptr;^^-) 's*St^>5?;n^T;i' Ut&yj2 9 8) 

##^J1 (3) l/fc 2- (2-^vyPt!;P5 L ^-) £JS.#Bfcl. 4 5 

g£N, N- y^fJP^ATS h* 5m 1 C»»lT. MU^AO. 

7 _5_g_^_>-^-/l^-P-5-^-0 8-5-g2£M±&o^U3?3Am&m^&MM_ 

X^5 0ml £*DX_T£&fnSW7j< 5 Om 1 x 2[sI^UfCo Ifiiattttft 

'H-NMR (CDC 1 3 ) <5 : 2. 30(3H,s), 3.70(2H,s), 5. 37 (2H, s) , 7. 18 (1H, t, J=8Hz) , 
7. 29 (1H, d, J=8Hz) , 7. 35 (1H, d, J=8Hz) , 7. 37-7. 47 (5H, m) , 8. 03 (1H, d, J=8Hz) 
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N-ter t-^V-2- (4'- t e r t-7>+yMtol/th'7yy 

N- t e r t-^h^y*^z;i/-p-7'nt7iz;PtK7y> 5. 8 
g, N-t e r t-7fM^7rH^7i-MD>K 5. lg> 
MJ^A 4. 2g, PdCl 2 (PPh,) ; 0. 5g, hV7x.-JVfc7>yj 
>1. 5g£h;Ux> lOOmlt* 3 OmlCMTglf HTIIl 8 
mmmmMWhtCo mm^9-JV2 OOml £Jin*_T7k3 OOral TiSte#L7Co ^ 

fee ^^ttyJ^A^Px'h (yUA^r> ; ^^PD/^>/g|tx^= 2 
0 / 1 ) \zit V fc. _LfBf t<£r #> S3. 2 8gftfc. 

■UK : 217-218t 

'H-NMR (CDC1 3 ) 6 : 0.97 (9H,s), 1.47 (9H,s), 3.62 UH.brs), 5.81 (lH,brs), 
6. 90 (1H, brs) , 6. 92 (1H, d, J=8Hz) , 7. 29 (1H, d, J=6Hz) , 7. 38-7. 53 (4H, m) , 
8. 14 (1H, d, J=8Hz) 
#%#!|9 

N-tert-7fJP-2 - (4'-th'7^7i^l/) ^>i?>X;U^>y 

5 h mmm. ut&mz o o > 

N- t e r t -73 L )V-2- (4' - t e r t -7 h^i/^JUfc^t F95> 
/7x-JW ^>-fc?>X;U*>75 F3 g^DD^^>l 5 Oml JC^L 
L 14. 6 %13Bk/ Om 1 S:iax.T^TlB#rBl^e>{C5 0*Ct? 
H$W*#L&. »ttE£i*BETK:S3rU&. Mi:i-r^/y^nn^^> 
(5/1) SJn^-Tzi^b^o ±fB4b£^£2. 1 7gffc. 

■tift : 1 1 3 - 1 1 5 *C 
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'H-NMR (CDClj) <5 : 1.03 (9H,s), 6.96 (2H, d, J=8Hz) , 7.27 (1H, dd, J=8Hz, J=2Hz), 
7. 33 (2H, d, J=8Hz) , 7. 55 (1H, dd, J=8Hz, J=2Hz) , 7. 59 (1H, dd, J=8Hz, J=2Hz) , 
8.03(lH,dd, I=8Hz. J=2Hz) , 8. 34(1H, brs) , 10. 17(2H,brs) 

mmm 33(1) 

2 - ( 5 _ : /n^_2-^^;K>H-^-3 — OVttT) -3f>l^>y^ 
XXfJP Ofr&*J3 0 1) 

irRF7V> ttHItt 2. 24gStert-»7^3-il'6 0ml 
> 1 2 Om 1 £JJPXT, 7K3 0 Om 1 T'ife^bfc ftlKi^tiStfc. 
£3. 9g*§fc. 
^:1 4 3-1 45t 

'H-NMR (CDCI3) 5 : 2.40 (3H,s), 5.46 (2H,s), 6.99 (1H, dd, J=7Hz, J=2Hz) , 
7. '07 '(IE, d, J=8Hz) , 7. 19(1H, dd, J=8Hz, J=2Hz) , 7. 36-7. 45 (4H, n) , 
7. 54 (2H, dd, J=7Hz, J=2Hz) , 8. 26 (2H, dd, J=8Hz, J=2Hz) , 8. 46 (1H, brs) 

mmm 33 c 2 ) - ( 6 > 

^M0J3 3 (1) tmmzVT. UT<D «b-&#l3 0 2) - (M3 0 6) £ 

Grfthtz-o 

&mm 3 3 (2 ) 

6 - (5-^p ; &-2-^^;i-f >K-;u-3—r;i/9 1 ^-) ~n^->m^>~y^ 

iXf^ Ufc-&^3 0 2) 

'H-NMR (CDC1,) 6 : 2. 50 (3H, s) , 5. 34 (2H, s) , 6. 68 (1H, dd, J=8Hz, J=lHz) , 
7. 22-7. 46 (7H, m) , 7. 62 (1H, s) , 7. 95 (1H, dd, J=8Hz, J=lHz) , 8. 51 (1H, s) , 
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9. 04(lH,brs) 
mMM3 3 (3) 

2- (5- (2-N-t e r t -^J^7 7W7xZJW -2-*^)V 
^>V—)V- 3— -OH^) -n^>^^>v?;pxXx;P (lb^3 0 3) 

MM. : 2 5 9-2 6 0t 

'H-NMR (CDC1 3 ) 6 :0.84(9H,s), 2.49(3H,s), 3. 61 (1H, s) , 5. 42 (2H, s) , 
6. 97 (1H, dd, J=8Hz, J=5Hz) , 7. 31-7. 42 (7H, m) , 7. 47-7. 51 (4H, m) , 
8. 1 1 (1H, dd, J=7Hz, J=2Hz) , 8. 22 (1H, dd, J=8Hz, J=2Hz) , 
8. 28 (1H, dd, J=5Hz, J=2Hz) , 8. 45 (1H, brs) 

mmw3 3 (4) 

6- (5- (2-N-t e r t-^H^7 7t<^7i-JW -2-*?-)V 

ft** : nomfe 

: 9 0 - 9 2 *C 

'H-NMR (CDC I,) 5 : 0.9O(9H,s), 2.55(3H,s), 3. 54 (1H, s) , 5. 31 (2H, s) , 

6. 78(1H, dd, J=7Hz, J=2Hz) , 7. 27-7. 54 (1 1H, m) , 7. 95 (1H, dd, J=8Hz, J=2Hz) , 
8. 14(1H, dd, J=8Hz, J=2Hz) , 8. 57 (1H, s) , 9. 01 (1H, d, J=2Hz) 

mmm 33 < 5 > 

4- (5- (2-N-t e r t-7*fJ^7 7H^7iUl/) -2-* l ?)V 
<>h*-;p-3--r;^^-) 7i^t+^l« t e r t-7^X7xf;V 
(fc&W 3 0 5) 

'H-NMR (CDC 1 3 ) 6 : 0.85(9H,s), 1.46(9H,s), 2. 54 (3H, s), 3. 51 (1H, s) , 
4. 42 (2H, s) , 6. 68 (2H, dd, J=7Hz, J=3Hz) , 7. 00 (2H, dd, J=7Hz, J=3Hz) , 

7. 31-7. 36(2H,m), 7. 40-7. 46 (2H, m). 7. 51 (1H, t, J=7Hz), 
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7. 58 (1H, dd, J=5Hz, J=2Hz) , 8. 16 (1H, dd, J=7Hz, J=3Hz) , 8. 71 (1H, brs) 
mffiM3 3 (6) 

4- (5- (2-N- t e r t-^M^77^^7iZ;W -2-*^ 
-r>H-;P-3--f;i/5 1 ^-) $Iil^>y;H7r^ «b£-^3 0 6) 
tttt : f67W77 

'H-NMR (CDCI3) 6 : 0.86 (9H,s), 2.53 (3H,s), 3.51 (lH,s), 5.29 (2H,s), 
7. 03 (2H. dd, I=8Hz, J=2Hz) , 7. 28-7. 51 (1 1H, m) , 7. 83 (2H, dd, J=8Hz, J=2Hz) , 
8. 1 3 (1H, dd, J=8Hz, J=2Hz) , 8. 57 (1H, s) 

mmm3 4 (i) - (4) 

mmmi 6 <d t^tuT Mfr&*&3 07) ~ 3 1 0) ^ejcu^. 

SIJSM 3 4(1) 



2- (5- (2-N-ter t-7^7Jl/77^^7x-JI/) -2—*^ 

< > H— -□5 1 >i ;u x Gk 

$33 0 7) - - - 

it£ : 2 5 0-2 5 2t 

'H-NMR (CDC1 3 ) <5 : 0.89 (9H,s), 2.76 (3H,s), 3.88 (lH.s), 5.42 (2H,s), 

7. 30-7. 48 (1 OH, m) , 7. 51-7. 56 (1H, m) , 7. 83 (1H, dd, J=8Hz, J=2Hz) , 8. 1 1 (1H, s) , 

8. 1 4 (1H, dd, J=8Hz, J=2Hz) , 8. 58 (1H, dd, J=5Hz, J=lHz) , 1 1. 1 6 (1H, brs) 

*^0lJ-3-4-(-2-) — — 

6- (5- (2 -N- t e r t -^JlXJVy 7 ; E-f;V7x';W -2-^)V 
<i > 3 rnf>i^>yjnxf^ (its 

#J3 0 8) 

'H-NMR (CDC 1 3 ) 6 : 1. 02(9H, s) , 2. 75 (3H, s), 5. 37(2H, s) , 6. 95 (1H, d, J=8Hz) , 
7. 21 (1H, dd, J=7Hz, J=2Hz) , 7. 32-7. 39 (6H, in) , 7. 49 (1H, dd, J=8Hz, J=2Hz) , 
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7. 56 (1H, dd, J=7Hz, J=2Hz) , 8. 1 6 (1H, s) , 8. 1 8 (1H, dd, J=8Hz, J=2Hz) , 

8. 25 (1H, dd, J=8Hz, J=lHz) , 8. 48 (1H, dd, J=8Hz, J=2Hz) , 
9. 190H. dd, J=7Hz, J=lHz),9. 18(1H, s) 

nmM3 4 (3) 

4- (5- (2-N-ter t-^JWI/77W7i-W 
<>H-;k-3-^J^M3) 7x-;^+->lti t e r t - 7*^17 
"r)V Ut&® 3 0 9) 

'H-NMR (CDC 1,) 6 : 0. 94(9H, s). 1. 47(9H, s), 2. 74(3H, s), 3. 50(1H, s), 
4. 52 (2H, s) , 6. 89 (2H, dd, J=8Hz, J=2Hz) , 7. 25 (1H, dd, J=8Hz, J=5Hz) , 
7. 38 (2H, dd, J=8Hz, J=2Hz) , 7. 44 (1H, dd, J=8Hz, J=2Hz) , 
7. 58 (1H, dd, J=8Hz, J=2Hz) , 7. 93 (2H, d t , J=7Hz, J=2Hz) , 8. 09 (1H, s) , 
8. 18(1H, dd, J=8Hz, J=2Hz) , 8. 91 (1H, brs) 
mffiM3 4 (4) 

4- (5- (2 -N- t e r t -7*^7;l/7 7^^7i- )V) -2-*^)V 
<i > 3 — OV7,)Vi£-)V) $SSl^>yjP tffr&«j3 1 0) 

'H-NMR (CDC1,) 6 : 0. 94(9H, s) , 2. 76 (3H, s) , 3. 53.0H, s), 7. 23-7. 28 (lH.m), 
7. 31-7. 41 (7H, m) , 7. 47-7. 52 (1H, m) , 7. 58 (1H, t, J=6Hz) , 8. 05 (2H, d, J=8Hz) , 
8. 1 0 (1H, s) , 8. 1 4 (2H, d, J=8Hz) , 8. 1 9 (1H, d, J=8Hz) , 8. 79 (1H, brs) 

mmm 35 c 1 ) - ( 2 ) 

mmm2 2d) tmm\zLx atf>m3 1 d ~ ut^m3 1 2) z-sitivfr. 
mmm 35(1) 

2- (5- {2-7^)VyjL~)V) -1- (3 ->ot?MUXS/- 2 -^3^ 

311) 
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14ft : ^7^7 7^ 

'H-NMR (CDC 1 3 ) 6:1.87 (3H, s), 2. 28 (3H, s) , 2. 62 (3H, s) , 2. 72 (6H, s) , 
5. 28 (2H, s) , 7. 03 (1H, d, J=7Hz) , 7. 08 (1H, d, J=2Hz) , 7. 20-7. 40 (9H, m) , 
7. 45-7. 68(5H, m) , 7. 97 (1H, s) , 8. 14(1H, d, J=8Hz) 

mmm3 5 (2) 

2- (1- (3 - ^?;V75 / - 2 - ^?;K>i/»f w - 2 5 - 
(2-/wt7x-;w -f>H-;w-3 — r;Px;P*=;W 5RJftW^>^ 

)V (fcttm 3 12) 

: ^7^7 77 
'H-NMR (CDCI3) <5 : 2.29 (3H,s), 2.30 (3H,s), 2.58 (3H,s), 2.72 (6H,s), 
5. 28 (2H. s) , 7. 04 (1H, d, J=8Hz) ,7.13 (1H, d, J=9Hz) , 7. 1 5-7. 29 (6H, m) , 
7. 29-7. 35 (4H, m) , 7. 38 (1H, d, J=8Hz) , 7. 51-7. 60 (3H, m) , 8. 06 (1H, s) , 
8. 15(lH, d, J=8Hz) 

»I3 6 (1) - (7 ) 

mrnw2 5(D tmmzisT ut^ms 1 3) ~ tft&*&3 1 9) ^-er^ufco 

£J60i3 6 (1) 

4- (1- ( 3 - y ^ fji/7 5 ; - 2 - ^ ?;k> ^ ;w -2-*^;p-5- 

(2-X;i/7 7 : £'f^7x-JW OH— ;p-3 — ( )V7.)V-fo~)V) 7xZJW 

ak^#?3 1 3) 

—&®rr®ffim%Jfc 

M£ : 1 5 0 - 1 5 3*C 

'H-NMR (DMS0-d 6 ) <5 : 2. 18(3H, s) , 2. 57 (3H, s), 2. 70 (6H, s) , 4. 79 (2H, s) , 
7. 02-7. 08 (2H, m) , 7. 1 5-7. 26 (3H, m) , 7. 31-7. 37 (2H, m) , 7. 42 (1H, d, J=8Hz) , 
7. 58-7. 67 (2H, m) , 7. 96 (2H, d, J=8Hz) , 8. 07 (1H, d, J=8Hz) , 8. 09 (1H, s) 

nmm 3 6(2) 

2- (1- (3 ; - 2 - /5 1 ;K> 1 /<;W - 2-^)1- 5- 
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^>> > ;i/ 3 1 4) 

gKj&: 1 1 7- 1 2 0*0 

'H-NMR (CDClj) 5 : 2. 33(3H, s) , 2. 68(3H, s) , 2. 84 (6H, s) , 4. 70 (1H, brs) , 
5. 39 (2H, s) , 7. 1 1 (1H, d, J=8Hz) , 7. 1 6 (1H, d, J=7Hz) , 7. 2 1-7. 25 (2H, m) , 

7. 30-7. 40 (5H, m) , 7. 43-7. 46 (2H, m) , 7. 46-7. 5 1 (2H, m) , 7. 55-7. 60 (1H, m) , 
7.90(lH, dd, J=8Hz, J=2Hz),8. 16(lH,d, J=8Hz),8. 19 (1H, s), 

8. 63(lH,dd, J=4Hz, J=2Hz) 
mMM 3 6(3) 

6- (1- (3->>^JVT5.y-2-^J^>'MM -2-*^)l-5- 
(2-7^7 7^ )V7x.-)V) -f >H— )V-Z~^)V7.)V^)V> ~3^>B6 
ito&mz 1 5) 

Sfej^ : 1 0 6-1 0 9t 

'H-NMR (CDC 1 3 ) 5 : 2. 37 (3H, s) , 2. 72 (3H, s) , 2. 91 (6H, s) , 4. 87 (2H, brs) , 

5. 40 (2H, s) , 7. 06 (1H, d, J=8Hz) , 7. 1 7 (1H, d, J=7Hz) , 

7. 22 (1H, dd, J=8Hz, J=2Hz) , 7. 30-7. 42 (8H, m) , 7. 52 OH, d t. J=8Hz, J=2Hz) , 

7. 59 (1H, d I, J=8Hz, J=2Hz) , 8. 18 (1H, d, J=7Hz) , 8. 28 (1H, d, J=8Hz) , 

8. 35 (1H, d, J=2Hz) , 8. 55 (1H, dd, J=8Hz, J=3Hz) ,9.21 (1H, d, J=3Hz) 

mmm3 6 (4) 

4- (1- (3-^^)V7S.y-2-^)^>V-i)V) -2-*3 L )l>-5- 
(2 -7s)Vyr^)Vy^)V) -f>F-;p-3— UVKfr-fr—M &&WM^ 

>i?)l Ut&m 3 16) 
tttt : M&B* 
Ittjtt : 117-120'C 
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'H-NMR (CDClj) 5 : 2.29 (3H,s), 2.69 (3H,s), 2.74 (6H,s), 4.29 (2H,s), 

5. 37 (2H, s) , 7. 01 (1H, d, J=7Hz) , 7. 09 (1H, d, J=9Hz) , 7. 20-7. 27 (1H, m) , 

7. 31 (1H, d, J=7Hz) , 7. 32-7. 42 (7H, m) , 7. 50-7. 56 (1H, m) , 7. 58-7. 62 (1H, m) , 
8.08(2H,d, J=9Hz),8. 14-8. 26 (3H, m) , 8. 27 (1H, d, MHz) 

mmms 6 (5) 

1- ( 5 - y^f ^7 = y - 2 - / ?JK>y-f -2-^^-3- (2- 
trU^XJl/*-^) -5- (2-7^77 ; E-1'^7x-JW -f>h*-;l/ (fc-g- 
1(317) 

MA: 1 2 2 - 1 2 5 "C 

'H-NMR (CDClj) <5 : 2. 28(3H, s) , 2. 76 (3H, s) , 2. 96 (6H, s) , 5. 09 (2H, brs) , 

6. 96 (1H, s) , 7. 01 (1H, d, J=9Hz) , 7. 21 (2H, d, J=8Hz) , 7. 32 (1H, d, J=8Hz) , 

7. 37 (1H, d, J=8Hz) , 7. 46-7. 52 (2H, m) , 7. 54-7. 60 (1H, m) . 7. 91-7. 99 (1H, m) , 
8. 1 8 (1H, d, J=8Hz) , 8. 22 (1H, d, J=8Hz) , 8. 40 (1H, s) , 8. 64 (1H, d, J=2Hz) 

3 6 ( 6 ) 

1- (3 - y^>y^75 / - 2 - ^f ;K>7<;W -2-^)V-3- (2 
-tf U ~?)VZ.)V-fc—)V) -5- (2-X^77HJl'7i^W -OY—JV 
^3 18) 

— , H-NMR-(GDC-l T )-5^2^4-l-(3HrS-)-2^63-(-3H-s-)-4^1-l-(4H~s-)-5^0942H>- 

6. 96 (1H, d, J=9Hz) , 7. 04 (1H, d, J=7Hz) , 7. 1 0-7. 1 7 ( (2H, m) , 7. 1 7-7. 30 (1 1H, m) , 

7. 33 (1H, d, J=7Hz) . 7. 43-7. 52 (2H, m) , 7. 58 (1H, dd, J=7Hz, J=lHz) , 7. 90-7. 97 (1H, 
m) , 8. 14-8. 21 (2H, m) , 8. 40 (1H, d, J=lHz) , 8. 63 (1H, d, J=5Hz) 

mmmss (7) 

1- (5-W^75y- 2-* b*i"<>V'()U) -2-*^)V-3- (2 
-fcTUSWyUHfc— ->W -5 - (2-XJV7 7^ -f>H— JV (ft 
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Sty 3 19) 

tt« : n&m* 

ttjft : 184-187*0 

'H-NMR (CDC 1 3 ) 6 : 2. 76 (3H, s) , 2. 94 (6H, s) , 3. 30 (3H, s), 5. 1 1 (2H, s) , 

6. 83 (1H, d, I=9Hz) , 6. 94-7. 00 (2H, m) , 7. 1 6 (2H, dd, J=9Hz, 8Hz) , 

7. 38 (1H, d, J=8Hz) , 7. 44-7. 52 (2H, m) , 7. 55-7. 60 (1H, m) , 7. 95 (1H, t, J=8Hz) , 
8. 18C1H, d, J=8Hz) , 8. 22 (1H, d, J=8Hz) , 8. 40 (1H, s) , 8. 64 (1H, d, J=5Hz) 

mmm3 7 en - (5) 

mm® 2 7 tmrnizv-z. &tf<d at^3 20 ~ ut-smz 2 4) 

»J3 7 (1) 

2- (1- (3 - ^/^75 / - 2 -^?;K - 2 -*^)V- 5 - 

(2-xji/77 : e-f;i'7i-;w <>H-;v-3 — r;i^x;i/^-;p) -u^>w 
(fb-gr^3 2 o) 

: ®M&mm 

MjA : 24 013 (dec. ) 

'H-NMR (DMS0-d 6 ) 6 : 2. 1 7 (3H, s) , 2. 57 (3H, s) , 2. 66 (6H, s) , 

7. 06 (1H, d, J=4Hz) , 7. i 5 (1H, s) , 7. 17 (1H, d, J=8Hz) , 7. 28 (2H, d, J=7Hz) , 

7. 31-7. 40 (2H, m) , 7. 53-7. 62 (2H, m) , 7. 74 (1H, dd, J=6Hz, 5Hz) , 7. 97 (1H, s) , 

8. 03 (1H, d, J=8Hz) , 8. 1 5 (1H, d, J=8Hz) , 8. 69 (1H, dd, J=4Hz, 2Hz) 

mmm 37(2) 

6- (1- (3-y/^75/-2-^?JK>^;W -2-*7A-5- 
(2-X^7 7^Jl'7i-JW >H-;i/-3— 1)VX)V&~)V) 
(Ik-fr® 3 2 1) 

: %m&mm 

: 1 6 8 - 1 7 2 "C 
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'H-NMR (DMS0-d 6 ) 6 : 2. 1 9 (3H, s) , 2. 62 (3H, s) , 2. 68 (6H, s) , 

7. 09 (1H, d, J=9Hz) , 7. 14-7. 20 (3H, m) , 7. 24 (1H, d, J=9Hz) , 7. 30-7. 38 (2H, in) , 

7. 41 (OH, d, J=8Hz) , 7. 58-7. 66 (2H, m) , 8. 02 (1H, s) , 8. 05 (1H, d, J=9Hz) , 

8. 34 (1H, d, J=8Hz) , 8. 51 (1H, dd, J=8Hz, I=2Hz) , 9. 10 (1H, s) 
nMM3 7 (3) 

4- (l- (3-^5 L ;i/T5/-2-^^;^>i/<;w -2-^^-5- 

(2 -X)V7 7 s E-4)\'7x.—)V) < > 3 — OV7s)Vi£—M 

Mfc&to 3 2 2) 

: Stf*6t&* 
tt£: 1 6 2- 1 6 5t 

'H-NMR (CDCI3) <5 : 2. 29 (3H, s) , 2. 70 (3H, s) , 2. 73 (6H, s) , 4. 43 (2H, brs) , 
7. 00 (1H, d, I=8Hz) , 7.1 1 (1H, d, J=9Hz) , 7. 20-7. 28 (2H, m) , 7. 29 (1H, d, J=8Hz) , 
7. 36(lH,d, J=7Hz), 7. 53 (1H, t, J=8Hz) , 7. 62 (1H, t, J=8Hz),~8. 12 (2H, d, J=8Hz) , 
- 8. 15-8. 21 (3H, m) , 8. 29 (1H, s) 

mmms 7 (4) 

2 - (5- {2-7^)Vyx:-)V) -1- (3-y^W5;-2-^^ 

3 2 3) 

tt^ : awwy»* 

Sfc^-1-2-9— -1-3-2-1S 

'H-NMR (DMS0-d 6 ) 6 : 2. 03 (3H, s) , 2. 1 5 (3H, s) , 2. 56 (3H, s) , 2. 65 (6H, s) , 
7. 08-7. 1 7 (3H, m) , 7. 31-7. 40 (3H, m) , 7. 48-7. 50 (1H, m) , 7. 55-7. 61 (2H, m) , 
7. 61-7. 67 (1H, m) , 7. 67-7. 78 (3H, m) , 8. 08 (1H, d~ J=8Hz) 

mm 37 < 5 > 

2- (1- (3 ->*^^75 / - 2 - /5 : ;K>7-f )W -2-^^;i/-5- 
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3 2 4) 
Wl& : 1 5 4- 1 5 8^ 

'H-NMR(DMSO-dg) 5 : 2. 15 (3H,m) , 2. 55 (3H, s) , 2. 64 (3H, s), 2. 71 (3H, s) , 

7. 1 2 (1H, d, J=9Hz) , 7. 1 7 (1H, d, J=7Hz) , 7. 22 (1H, d, 1=1 0Hz) , 

7. 30-7. 40 (3H, m) , 7. 60-7. 78 (5H, m) , 7. 87 (1H, s) , 8. 10 (2H, t , J=8Hz) 

mmm3 8 en 

1- (3-^>^l/75/- 2-^?M> > /'f;i/) -2-^3^-3- (2- 

truv 5 ;^;^— ;w -5- (2-xji/77H;i'7x-;w <>f-;u (-ft& 

153 2 5) 

1- (3 -i?^>^75y - 2 - -2-^^-3- 
(2-t!U> 5 ;i/x;^-;i/) -5- {2-7.^7^ )Vy^zi)i) ;u 

9 0mgW;-^6ml , iix^JHm 1 ICgMtLTjaMb/f?^ A^-> 
#-#>9 OmgSlllA***BaTSlTl 5 l#|Bh 5OtT10j|#Lfc. MS£ 

x^;l/=3 : 1) Kltf bJtSBft^4&* 1 5mgifc. 
tttt : 

Iftjft : 1 48-1 52'C 

'H-NMR (CDC1 3 ) <5 : 2. 18(3H, s) , 2. 72 (3H, s), 4. 17(lH,brs), 

4. 40 (2H, d, J=5Hz) ,5.10 (2H, s) , 6. 70 (1H, d, J=8Hz) , 6. 84 (1H, d, J=8Hz) 

7. 1 2-7. 18 (2H, m) , 7. 22 (1H, dd, J=9Hz, J=2Hz) , 7. 30-7. 35 (1H, m) , 

7. 35-7. 40 (5H, m) , 7. 45-7. 54 (2H, m) , 7. 54-7. 60 (1H, ra) , 7. 91-7. 96 (1H, m) , 

8. 20 (2H, dd, J=9Hz, J=8Hz) , 8. 42 (1H, s) , 8. 66 (1H, d, J=5Hz) 

mmm 3 8 < 2 > 

mmm3 8 cd tmmizvx. ut<d (^326) s^ufc. 

1- (3-rs.y-2-^)i^>"MM - 3 - (2-tfUv;u 
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-5 - (2 -TJi^r^-f ;P7i^) -r>K-;u Ub£- 

#33 2 6) 
fttf : fc»6t&5fc 
Sfc£ : 1 3 9- 1 4 3t 

'H-NMR (CDC1 3 ) <5 : 2.17 (3H,s), 2.72 (3H,s), 5.12 (2H,s), 6.76 OH,d, J =8Hz), 

6. 92 (1H, d, J=8Hz) ,7.10 (1H, t, J=8Hz) , 7. 16 (1H, d, J=9Hz) , 

7. 21 (1H, dd, J=8Hz, J=2Hz) , 7. 37 (1H, dd, J=8Hz, 1Hz) , 7. 45-7. 51 (2H, m) , 

7. 56-7. 60 OH, m) , 7. 95 (1H, d t, J=8Hz, J=2Hz) , 8. 14-8. 21 (2H, m) , 8. 42 (1H, s) , 
8.65 0H, d, J=4Hz) 

nmm 3 9 

2- (1- {Z--J^)V7^J-2-^)V^>'/-i)V) -2-*^)U-5- 

^>it)V «t^3 2 7) . - ; ~ - ~ 

2- (1- ( 3 - y^W5 7 - 2 - ^^M>^ JW -2-^^)1-5- 
;i/0. 2 5 g$tjb/5 : l/>4m l KligflPU mCPBAO. 3 6 g &HBX&MrC 2 

^D?h^77>f- C\=Ht> : BM^)b= 3 : 1) fc#L±8&ft'&4&£ 8 4 
m-gffc 

: 106-110t 
'H-NMR (CDC1 3 ) 5 : 2.29 (3H,s), 2.58 (3H, s) , 2.60 (3H, s), 2.72 (6H, s) , 
5. 23 <2H, s) , 7. 03 (1H, d, J=8Hz) , 7. 1 1 (1H, d, J=9Hz) , 7. 20-7. 38 (9H, m) , 
7. 52-7. 65 (5H, m) , 8. 04(1H, s) , 8. 1 2 (1H, d, J=5Hz) , 8. 21 OH, d, J=7Hz) 
«0iJ4O (1) - (3) 
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mmM2 9 (i) tmmzvx, kktco ab-a-%3 2 8) - (^»3 3o) & 



I^»J4 0(1) 

5-^WS/-2-^ h*'>£J&#Bfc ({k&®}3 2 8) 

: n&mm 

ffli& : 8 4 - 8 6 *C 

'H-NMR (CDCI3) 5 : 2. 94(6H, s) , 4. 01 (3H, s), 6. 91-6. 98(2H, m) , 
7.54(lH,d, J=4Hz) 
mMM4 0 (2) 

5 - zt* ^)vt 5 j - 2 - * z-jv&mmm 329) 

MA : 129-132*0 

'H-NMR (DMSO-d 6 ) 6 : 2. 38 (3H, s), 2. 87 (6H, s), 6. 84 (1H, dd, J=8Hz, J=3Hz) ., 
7.09C1H, d, J=8Hz),7. 14(1H, d, J=3Hz) 
&K0H 0 (3) 

3-y^>y;H5/-2-^ ^l^J&M (fl^fc 3 3 0) 

tttK : fceifr* 

: 1 5 7-1 6 0t 

'H-NMR (DMSO-d 6 ) 6 : 2. 58(3H, s) , 4. 06 (4H, s) , 7. 09 (1H, t, J=8Hz) , 

7. 1 7-7. 22 (3H, m) , 7. 22-7. 30 (8H, m) , 7. 37 (1H, d, J=8Hz) 
mffiM4 1 (1) - (2) 

nmmi 6 (1) ilWimtCLT, 3 31) ~ ({£-£03 3 3 2) S 

|H»J4 1 (1) 

2- (5 - ^Dt- 2 - /f M > h'-Jl/- 3 - ^;^M-JW SftfiM^T- 

^xxf;i/ Wb^«i3 3 i) 
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: *Sfif&5fc 
Sfi^ : 185-186. 5 "C 

'H-NMR (DMSO-d 6 ) 5 : 2. 67 (3H, s) , 3.8K3H, s), 7. 32 (1H, dd, J=8Hz, J=2Hz) , 
7. 39 (1H, d, J=8Hz) , 7. 58 (1H, dd, J=8Hz, J=2Hz) , 7. 65-7. 72 (2H, n) , 
7. 85 (1H, d, J=2Hz) , 7. 90 (1H, dd, J=8Hz, J=2Hz) , 1 2. 44 (1H, brs) 

2 - ( 5 -^o^e- 2 -*^;p-f > 3 — r ^if 

Itert -f^JV Ut-Smz 3 2) 
&Vt : 

gl£ : 2 7 8t (dec. ) 

'H-NMR (DMSO-d 6 ) <5:1.57 (9H, s) , 2. 63 (3H, s) , 7. 28-7. 32 (1H, m) , 

7. 37 (1H, d, J=8Hz) , 7. 53 (1H, d, J=7Hz) , 7. 61-7. 69 (2H, m) , 7. 82-7. 86 (2H, m) 

mmm4 2 (1);- o) - — 

-nffimi 8 (a) tmm\zi,x, ot© (ti&mz 3 3) - at^mz 35) * 

2 (1) 

2- - (3-s^>5^:r.5/-2-*^;ws>iAf;w -2 

-^^;^>F-;i/-3--r;pxji/*-;i/) SJBW^>s?;P (M3 3 3) 

: Ifi7^77X 
l H^R-(GDW 3 )^2-^35X3H,-s)-,-2.-48X3H,-sM^0 ' 

6. 77 (1H, d, J=9Hz) , 6. 98 (1H, d, J=7Hz) , 7. 1 0-7. 1 6 (2H, m) , 7. 1 6-7. 30 (1 1 H, m) , 

7. 30-7. 40 (5H, m) , 7. 52-7. 60 (3H, m) , 8. 02-8. 1 0 (1H, m) , 8. 1 4 (1H, d, J=3Hz) 
mffiM4 2 (2) 

2- (5-^D^E-l- (3 - y^?;i/75y - 2 - ^^K>y<jW -2- 

^^M" > f-;p- 3 — r;px;i/7i>-;p) ^jRtai t e r t - (Yb-a- 

% 3 3 4) 
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'H-NMR(CDC1 3 ) <5 : 1. 60 (9H. s) , 2. 24 (3H. s) , 2. 58 (3H, s) , 2. 71 (6H, s) , 
6. 92-7. 00 (2H, m) , 7. 20-7. 28 (3H, m) , 7. 52-7. 60 (3H, m) , 8. 02 (1H, d, J=8Hz) , 
8. 14C1H, d, J=2Hz) 
MmM4 2 (3) 

2- (5-yp^E-l- (3 ~'J^)V7^.J -2-^)V^>'M )V) -2- 

*3=-;k > 3 — r ;i/x;i/*-;i/) gitt^^x^T^ (fl^ 

i3 3 5) 

: f67W7X 
'H-NMR (CDC1 3 ) (5 : 2. 24(3H, s), 2. 55 (3H, s),2. 70(6H, s) , 3. 85 (3H, s) , 

6. 94(lH,d, J=9Hz), 6. 98 (1H, dd, J=7Hz, J=2Hz,), 7. 21-7. 28(3H,m>, 

7. 57-7. 64 (3H, m) , 8. 07 (1H, dd. J=7Hz, J=3Hz) , 8. 17 (1H, d, J=7Hz) 

mmmi 3 <n - (5) 

mmM2 2 (1) t|p)«ltUT> OTO (ft^*3 3 6) - (M3 4 0) & 
HSfc^l 4 3 ( 1 ) 

2- (5- (2-N- t e r t -^f;W;i/77^;i/7i-;W -1- (3->> 

^ >>?;ut 5 / - 2 - * fMV'/'f ;io - 2 - * > )V- 3 — oux 

: tfi7^7 7X 
'H-NMR (CDC 1 3 ) <5 : 0. 92 (9H, s) , 2. 40 (3H, s) , 2. 48 (3H, s) , 3. 77 (1 H, s) , 
4. 1 1 (4H, s) , 5. 1 9 (2H, s) , 6. 96-7. 06 (2H, m) , 7. 06-7. 1 2 (2H, m) , 
7. 1 6-7. 30 (1 OH, m) , 7. 30-7. 38 (6H, m) , 7. 46-7. 60 (6H, m) , 8. 1 0 (1H, s) , 
8. 12-8.21 (2H, m) 

mmmA 3 (2) 

2- (5- (3-7t^7x-;W -1- (3-y^?^75/-2-^5 1 Jl/ 
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3 3 7) 
tttfc : ^7^7 7^ 

'H-NMR(CDC1 3 ) <5 : 2. 20 (3H, s) , 2. 64 (3H, s) , 2. 65 (3H, s) , 2. 73 (6H, s) , 5. 29 (2H, s) , 
7. 03 (1H, d, J=7Hz) ,7.13 (1H, d, J=9Hz) , 7. 20-7. 34 (5H, m) , 7. 34-7. 40 (3H, m) , 
7. 51 (1H, d, J=8Hz) , 7. 56-7. 62(3H, m) , 7. 78(1H, d, J=9Hz) , 7. 91 (1H, d, J=8Hz) 
^mm4 3(3) 

2- (5- (2-N- t e r t-7*f;i'7;i/7 7 : e-<;V7ir;i/) -1- (3- 

^msm^>> 5 ;p (ft-&#j3 3 8) 

M£: .1 5 2- 1 5 4t 
: 'H-NMRCCDCQ 6 :0. 94(9H, s), 2. 27(3H, s), 2. 55 (3H, s) , 2. 72(6H, s), 3. 76(1H, s) , 
5. 23 (2H, s) , 6. 99 (1H, d, J=8Hz) ,7.13 (1H, d. J=9Hz) , 7. 22 (1H, t, J=8Hz) , 

7. 27-7. 39 (8H, m) , 7. 48 (1H, t, J=8Hz) , 7. 50-7. 61 (4H, m) , 8. 1 2 (1H, s) , 
8.13-8. 20 (2H,in) 

^%0!4 3 (4) 

2- (5- (3-T-fe^;P^i-;P) -1- (3-y^f;i/75;-2-^^ 
^>V-f;U) -2-^^-OK— ;U-3 — r;PX;^-;U) gfcJ&SKt e r t 
~^f^)V (^^3 3 9) 

'H-NMR (CDC1 3 ) 6 : 1 . 58 (9H, s) , 2. 29 (3H, s) , 2. 66 (3H, s) , 2. 67 (3H, s) , 2. 73 (6H, s) , 
L 05 (1H~ d, J=8Hz) , 7.1 5 (1H, d, J=9Hz)~ 7. 20-7". 30 OH,' m) , 7. 39 (lH,d, J=8Hz) , 
7. 52 (1H, t, J=8Hz), 7. 53-7. 60 (4H, m), 7. 79 (1H, d, J=8Hz), 7. 92(lH,d, J=8Hz), 

8. 04-8. 09 (1H, 1) , 8. 12 (1H, s) , 8. 1 8 (1H, s) 

mm 4 3 (5) 
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2- (5- (2-7tfA7x-JW -1- (3 -v^^SJPT'S /- 2 - 

(fb^3 4 o) 

'H-NMR (CDC1 3 ) 6 : 1.90 (3H, s) ,2.29(3H,s), 2.63 (3H,s), 2.69 (6H,s), 
3. 84 (3H, s) , 7. 05 (1H, dd, J=8Hz, J=lHz) , 7. 08 (1H, d, J=lHz, ) , 7. 23-7. 29 (2H, m) , 
7. 37-7. 43 (2H, m) , 7. 48-7. 68 (6H, m) , 7. 97 (1H, s) , 8. 1 2 (1H, dd, J=8Hz, J=2Hz) 
mfcmi 4 (1) - (14) 

^»J2 5 (1) t.nm\ZhX. OT© (<ffc-&^3 4 1) - «fc-£#J3 5 4) £ 

mmm4 4 (1) 

2- (1- (2, 6 -vpWI"^/-^) -2-^^;|^-5- (2-XJP7 7 
3 4 1) 

'H-NMR (CDC 1 3 ) (5:2. 12 (6H, s) , 2. 45 (3H, s) , 4. 61 (2H, s) , 5. 05 (2H, s) , 
7. 09-7. 1 4 (2H, m) , 7. 28-7. 36 (8H, m) , 7. 49-7. 67 (6H, n) . 8. 1 1 -8. 24 (3H, m) 
^»J4 4 (2) 

2- (1- (2, 4-zS*h*i"<>'MM -2-*^)V-5- (2-X)ls7 

t^)\,?x.-)V) -r>K-;i/-3— t )V7.)v-fc=.)V) ^Mmm^>-j)v (its 

#13 4 2) 

ttt^ : m&mvtto 

'H-NMR (CDC 1 3 ) 6:2.60 (3H, s) , 3. 45 (3H, s) , 4. 50 (2H, s) , 5. 1 0 (2H, s) , 

6. 89 (3H, s) , 6. 40 (1H, d, J=2Hz) , 6. 56-6. 60 (1H, m) , 7. 1 2 (1H, d, J=9Hz) , 

7. 20-7. 36 (7H, m) , 7. 45-7. 62 (6H. m) , 8. 08 (1H, s) , 8. 1 5 (2H, d, J=7Hz) 

mmm4 4 (3) 
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2- (1- {2-^>V)V^>V^)V) - 2-*^)V- 5 - (2-X)lyr^ 
% 3 4 3) 
KjA : 1 0 7- 1 0 9*C 

•H-NMR(CDC1 3 ) 6 :2. 15 (3H, s), 4. 10 (2H, s), 4. 58(2H, s), 5. 03 (2H, s) . 

6. 94 (1H, d, J=9Hz) , 7. 02 (2H, d, J=7Hz) , 7. 06-7. 1 8 (3H, m) . 7. 21 (1H, d, J=9Hz) , 

7. 26-7. 35 (7H, n) , 7. 39 (1H, d, J=8Hz) , 7. 48-7. 66 (7H, m) , 8. 1 1 (1H, s) , 
8. 13-8.20(2H,m) 

§HS60ij4 4 (4) 

2- (l- (6-y^ws;^nf;^JW -2-^^;u-5-(2-t;;u 

Ut&to 3 4 4 ) 

'H-NMR (CDC1 3 ) 5 : 2.69 (3H,s), 3.21 (6H,s), 4.57 (2H,brs), 5.08 (2H,s), 

6. 48 (1H; d, J=8Hz) , 7. 1 7 (1H, d, J=8Hz) , 7: 26-7. 41 (9H, m) , 7. 47-7. 65 (3H, m) , 

7. 76 (1H, dd, J=8Hz, J=3Hz) ,8.10 (1H, d, J=2Hz) ,8.15 (1H, d, J=8Hz) , 
8. 19(1H, d, J=8Hz) , 8. 51 (1H, d, J=2Hz) 

mMM4 4 (5) 



2^-(-l-=^(-2^7-P^Pk) - 2 - ^^J^5^i_C2^Zik.Xjg^£rr_jk7^. 
^ >\i-)V- )V7,)V^~)V) ^Ifl^Ov^XTlrJl/ (it 
3 4 5) 

" 'mk : nmmm 

'H-NMR (CDCI3) <5 : 2. 58(3H,s),4. 59(2H, s), 5. 07(2H, s) , 6. 66(1H, d, J=2Hz), 
7. 1 9 (1H, d, J=8Hz) , 7. 26-7. 38 (8H, m) , 7. 49-7. 68 (6H, m) , 8. 1 1 (1H, d, J=2Hz) , 
8. 17(lH,dd, J=8Hz, J=2Hz) , 8. 21 (1H, dd, J=8Hz, J=2Hz) 
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mmM4 4 (6) 

2- (2-^)1- i - (i -^^;utfn-;u-2-*;^-;w -5- (2- 

XXfiP Wb-&«»3 4 6) 

'H-NMR (CDC1 3 ) <5 : 2. 60 (3H, s) , 4. 07 (3H, s) , 4. 54 (2H, s), 5.07 (2H, s) , 
6. 1 5 (1H, dd, J=4Hz, J=2Hz, ) , 6. 58 (1H, dd, J=4Hz, J=2Hz) , 7. 08 (1H, s) , 

7. 25-7. 35 (8H, m) , 7. 48-7. 63 (5H, m) , 8. 07 (1H, s) , 8. 14 (2H, dd, J=8Hz, J=2Hz) , 

8. 20C1H, dd, J=7Hz, J=2Hz) 

mmm4 4 m 

2- (2-pWP-I- {l-^)V^>Y~)V-2-t))V^-)V) -5 - (2 

;px7t;p (fk-&#i3 4 7) 

: ifi/^7 77, 
'H-NMR (CDCI3) 6 : 2.60 (3H,s), 4.15 (3H,s), 4.57 (2H,s), 5.09 (2H,s), 

6. 97 (1H, s) , 7. 20 (1H, dd, J=5Hz, J=2Hz) , 7. 27-7. 36 (8H, m) , 7. 46-7. 66 (8H, m) , 
8. 1 1 (1H, d, J=2Hz) , 8. 1 7 (1H, dd, J=8Hz, J=2Hz) , 8. 24 (1H, dd, J=8Hz, J=2Hz) 

«0»J4 4 (8) 

2- (l- u-yju-ta^>v^)l) -2-^)1-5- (2-7;i/7 7^ 

^3 4 8) 

'H-NMR (CDC1 3 ) <5 : 2. 54 (3H, s) , 4. 65 (2H, brs) , 5.06 (2H, s) , 

7. 05 (1H, d, J=8Hz) , 7. 1 7 (1H, dd, J=8Hz, J=2Hz) , 7. 18 (1H, dd, J=6Hz, J=2Hz) , 

7. 26-7. 34 (6H, m) , 7. 49-7. 67 (6H, m) , 7. 78 (2H, dd, J=8Hz, J=2Hz) , 8. 20 (2H, m) , 
8. 26C1H, dd, J=2Hz, J=8Hz) 
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»4 4 (9) 

2- (2-^^)1- 5 - (2-^77H^7i^) - 1 - (2 -J- J < 
#13 4 9) 

'H-NMR (CDClj) 6 : 2. 60 (3H, s) , 4. 63(2H, s), 5. 08(2H, s) , 
7. 13 (1H, dd, J=5Hz, J=4Hz) , 7. 26-7. 34 (8H, m) , 7. 49-7. 65 (6H, m) , 
7. 87 (1H, d, J=5Hz) ,8.11 (1H, d, J=2Hz) , 8. 1 5 (1H, dd, J=8Hz, J=2Hz) , 
8. 22 (1H, dd, J=8Hz, J=2Hz) 
H»J4 4 (1 0) 

2- (2 - 1 - (2-^^-3-7n-fJW -5- (2-X;W^T : & 

^ji,7i-jw -r>t*— ;i"-3-< r;^;u*— £m#^>^i/x>wi/ ( 

{t£-$?3 5 0) - - - 

: - - - . - 

'H-NMR (CDC1 3 ) 6 : 2. 50 (3H, s) , 2. 62 (3H, s) , 4. 61 (2H, brs) , 5. 08 (2H, s) , 

6. 33 (1H, d, J=2Hz) , 7. 23-7. 37 (9H, m) , 7r 45-7: 70 (5H, m) , 8, 08 (1H, d, J=2Hz) , 
8. 13 (1H, dd, J=7Hz, J=2Hz) , 8. 21 (1H, dd, J=7Hz, J=2Hz) 

mmm 44(11) 

2- (2-^^-1- (2-/fM>^;W -5 - {2-7,)V^T^ 
ll~7^=i)ls) d. > H — )l- 3 -d )VX)l&—Jl) ^lgj^>y^XXf 
)V 3 5 1) 

'H-NMR (CDC 1 3) ~<5 : 2. _ 40 (3H, sT,'2/50 (3H, s) , 4. 59 (2H, s) , 5. 05 (2H, s)~, 

7. 02 (1H, d, J=9. 0Hz) , 7. 1 8-7. 33 (8H, m) , 7. 45-7. 64 (7H, m) , 8. 16 (2H, m) , 

8. 23(lH,d, J=8Hz) 

nmm 44 (12) 



143 



WO 01/32621 PCT/JPOO/07590 

2- (1- (3-9nn-2-*9-JW*>*M)V) - 2 -*?-)V- 5 - (2-X 

({b-&^3 5 2) 

: 9 2-9 4t 

'H-NMR (CDCI 3 ) <S:2.41(3H,s),2.48(3H,s),4.82(2H,s),5.22(2H,s), 
7. 18-7. 38 (10H, m) , 7. 48-7. 85 (6H, m) , 8. 1 6 (1H, d, J=8Hz) , 8. 23 (1H, d, J=4Hz) , 
8. 24 OH, d, J=3Hz) ' 
^IS£#!|4 4(13) 

2- (1- (4-* h*->^>lAf;W - 2-*=5-)V- 5 - (2-XJl/7 7^ 
3 5 3) 

'H-NMR (CDCI3) 6 : 2.62 (3H,s), 3.92 (3H,s), 4.62 (2H,s), 5.24 (2H.s), 

6. 95 (2H, d, J=8Hz) , 7. 1 1 (1H, d, J=2Hz) , 7. 30-7. 75 (1 4H, m) , 8. 1 3 (1H, d, J=2Hz) , 
8. 16 (1H, d, J=9Hz), 8. 21 (1H, d, J=5Hz) 

mMM4 4(14) 

2- Cl- (2, 3-^^)^>'M)l) -2-*^)l>-5- (2-7)1/77 
f( )V~7 3.-)],) <>H-;U-3 — $If^>y;PX7r)l/ 
(Yb^%3 5 4) 

'H-NMR (CDCI3) 6 : 2.28 (3H, s) , 2.37 (3H,s), 2.49 (3H,s), 4.58 (2H.brs), 
5. 04 (2H, s) , 7. 06-7. 16 (3H, m) , 7. 24-7. 34 (7H, m) , 7. 38 (1H, d, J=8Hz) , 

7. 52 (1H, dd, J=8Hz, J=2Hz) , 7. 56-7. 65 (4H, m) , 8. 13 (1H, d, J=2Hz) , 
8. 1 5 (1H, dd, J=7Hz, J=2Hz) , 8. 22 (1H, dd, J=7Hz, J=2Hz) 

14 5 (1) - (2) 
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mmm2 6 en tmm\zvx. zxt<d 55) - M3 5 6) £ 
*&. 

^^J4 5 (1) 

2- (1- (3-y^>y;P75y - 2 -^?JK>^JW - 2->3^U- 5 

^>z?)V Uttrm 3 5 5) 
: ffe7^7 7X 

'H-NMR (CDC1 3 ) 5 : 2. 38 (3H, s) , 2. 42 (3H, s) , 4. 08 (4H, s) , 4. 58 (2H, s) , 5. 03 (2H, s) , 

6. 96 (2H, t, J=9Hz) , 7. 1 1 (2H, t, J=8Hz) , 7. 13-7. 33 (16H, m) , 7. 46-7. 67 (6H, m) , 
8. 11 (1H, s) , 8. 16 (1H, d, J=6Hz) , 8. 21 (1H, d, J=6Hz) 

3£6£#I4 5 (2) 

2- (5- (3-7±fJVyjL^M -1- (3-7^?M$y-2-^^ 
3 5 6) 
m& : 1 2 1 - 1 2 4*C 

'H-NMR(CDC1 3 ) 6 :2. 35 (3H, s) , 2. 47 (3H, s) , 2. 65 (3H, s) , 3. 07 (6H, s), 

7. 40-7. 54 (5H, m) , 7. 63-7. 71 (3H, m) , 7. 75-7. 80 (1H, m) , 7. 85-7. 92 (3H, m) , 

8. 06(lH,s),8. 48(lH,d, J=8Hz) 

^mm-4-6-(-l-)^=-U-5-) 

mffi&m (i) tmmizvx, &t<d at^mz 57) - oft-g-%3 71) & 



2- (1- (3-757-2-^5 : ;K>^;W -2-^^-;i/-5- (2-X 
JV77t<^7i^) -f >H-;i/- 3 )\sX)l*-)U) (itS 
#13 5 7) 
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: 1 7 4- 1 7 7X: 
'H-NMR (DMS0-d 6 ) 5:2.10 (3H, s) , 2. 56 (3H, s) , 6. 99-7. 04 (1H, m) , 
7. 04-7. 1 2 (2H, m) , 7. 1 8 (2H, s) , 7. 25 (2H, d, J=7Hz) , 7. 54-7. 68 (3H, m) , 
7. 68-7. 76 (1H, m) , 7. 88 (1H, s) , 8. 05 (1H, d, J=8Hz) , 8. 13 (1H, d, J=8Hz) 
mmM4 6 (2) 

2- (1- (2, 6-^^^;P^>y-f )V) -2-*?;W-5- (2-7^7 7 

^)V7*.~)V) >H-;i/-3—f ^Mmm.i.it%mz 5 8) 

tt^ : m&mm 

: 156-159*0 
'H-NMR (CDC 1 3 ) 6:2.15 (6H, s) , 2. 29 (3H, s) , 5. 41 (2H, s) , 7. 06-7. 1 3 (4H, m) , 

7. 30-7. 35 (2H, m) , 7. 53 (1H, t , J=8Hz) , 7. 56-7. 70 (4H, m) , 8. 1 6 (1H, d, J=8Hz) , 

8. 36 (1H, d, J=7Hz) , 8. 41 (1H, s) 

mmm 4 6 ( 3 ) 

2- (5- (2-N-ter t-^^7 7^^7x-;W -1- (3- 

zs*^)VT^ /- 2 -^fjK> i /-f^) - 2 3 
;Mn-;p) ttb-&#>3 5 9) 

t£4£ : 

: 1 4 0-1 4 3t 

'H-NMR (CDC 1 3 ) .5:1.01 (9H, s) , 2. 20 (3H, s) , 2. 35 (3H, s) , 2. 67 (6H, s) , 5. 70 (1H, s) , 
7. 00 (1H, d, J=8Hz) , 7. 06 (1H, d, J=8Hz) , 7. 1 5-7. 30 (4H, m) , 7. 50 (1H, t, J=7Hz) , 

7. 52-7. 60 (2H, m) , 7. 60-7. 65 (2H, m) , 8. 21 (1H, d, J=7Hz) , 8. 31 (1H, d, J=9Hz) , 

8. 51 (lH,s), 

mmmA 6 (4) 

2- (1- (3 - y^fA75;- 2 -^)V^>V<)V) -5- (3- (1- 
th'Q^ylfjW 7X.-JI) -2-^^;k >F-;i/-3--r )VX)l*~)V) 
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«^m3 6 0) 

tttt : 

K£ : 1 3 5- 1 3 8"C 

'H-NMR (DMS0-d 6 ) 5:1.37 (3H, d, J=7Hz) ,2.17 (3H, s) , 2. 57 (3H, s) , 2. 65 (6H, s) , 
4. 80 (1H, q, J=7Hz) , 7. 05-7. 1 4 (2H, m) , 7. 30-7. 35 (1H, m) , 7. 35-7. 41 (2H, m) , 
7. 41-7. 50 (2H, m) , 7. 53 (1H, s) , 7. 67 (1H, s) , 7. 70-7. 78 (2H, m) , 8. 01 (1H, s) , 
8. 18-8.21(lH,m) 

mmm4 6(5) 

2- (1— (2, 4-5?* h*v"S>VM';i') -2-*^- 5- (2-7. 

^77^^71^) -f > 3 — r;px;w^— ;io at; 

-&tJ 3 6 1) 
tttt: 

: 1 6 4- I 6 7t - - - • ; - 

'H-NMR (CDC1 3 ) 5 .: 2. 41 (3H> s) , 3. 46 (3H, s) , 3. 88 (3H, s) , 5. 25 (3H, s) . 6. 39 (1H, s) , 

6. 60 (1H, d, J=9Hz) , 7. 10 (1H, d, l=9Hz) , 7. 23 (1H, d. J=8Hz) , 7. 35 (1H, d, J=8Hz) , 

7. 46-7. 54 (1H, 0) , 7. 54-7. 70 (5H, m) , 8. 1 4 (1H, d, J=9Hz) , 8. 35 (2H, s) 

nmw4 6(6) 

2- (1- (2-^>~yjV^>'MM -2-*^;P-5- (2-7.)l~77^-< 

)vy^-j\y) -f >h— ;w-3— r;u^;nKz:;w &t.M (4"t-&#> 3 6 2 ) 

— S*t^feS«* 

Bbft : 1 4 5 - 1 4 8 <C 

'H-NMR (DMSO-d 6 ) 5:2.27 (3H, s) , 4. 08 (2H, s) , 6. 90 (1H, d, J=9Hz) , 
7. 03 (2H, d, J=8Hz) , 7708-7. 1 2 (1H, m), 7.1 2-7. 20 (4H,~m)7 7.28 (lH. d, J=6Hz)7 
7. 42 (1H, t, I=8Hz) , 7. 48-7. 53 (2H, m), 7. 58-7. 69 (4H, m) , 7. 75 (1H, t, J=7Hz) , 
7.92(lH,s),8.05(lH,d, J=7Hz),8. ll(lH,d, J=7Hz) 
3SJ60II4 6 (7) 
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2- (1- (6-y^^75y-3?y-f;W - 2-*9)V- 5 -(2 -7s)V 
^ 3 6 3) 

'H-NMR (DMSO-d 6 ) <5 : 2. 68 (3H, s) , 3. 07 (3H, s) , 3. 1 0 (3H, s) , 7. 06 (2H, s) , 
7. 23 (1H, dd, J=7Hz, J=2Hz) , 7. 31 (1H, d, J=7Hz) , 7. 39 (1H, d, J=8Hz) , 
7. 50-7. 65 (5H. m) , 7. 81 (1H, s) , 8. 05 (2H, dd, J=8Hz, J=6Hz) , 9. 33 (1H, brs) 
mMM4 6 (8) 

2- (1- (2-7D^;W -2-^9-^-5- (2-^7 7 : e<;l'7x-^ 
) -f >H-;W-3— -Ol*;Msn;w grm#B£ (M3 6 4) 

Sl£ : 173-175*0 

'H-NMR (DMS0-d 6 ) 6 : 2. 66(3H, s), 6. 93 (1H, s), 7. 21-7. 31 (4H,m), 
7. 60-7. 74 (5H, m) , 7. 90 (1H, s) , 8. 06 (1H, d, J=7Hz) , 8. 1 7 (1H, d, J=7Hz) , 
8.26C1H, s) 
mMM4 6 (9) 

2- (2-^3^-1- ( i -*^;nfn-;u- 2 -5- (2- 
7^77^^7i^) <>k-;u-3-<;k*;m>-;u) $£«i (<fb-£#j 

3 6 5) 

: 1 7 0- 1 7 213 
'H-NMR (DMS0-d 6 ) <5 : 2. 42 (3H, s) , 4. 06 (3H, s) , 5. 25 (2H, brs) . 6. 17 (1H, s) , 
6.60(lH,s),7.07(lH,s),7. 14(IH, d, J=8Hz) , 7. 32(1H, d, J=9Hz), 
7. 36 (1H, d, J=8Hz) , 7. 51-7. 65 (5H, m) , 8. 1 5 (1H, d, J=8Hz) , 8. 33 (1H, s) , 
8.35(lH,d, J=8Hz) 
mMM4 6(10) 
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2- (2-^^)i- i - (i-^5 l ;k>k-;w-2-*;u^-;|/> -5- (2 

3 6 6) 

ik£ : 1 7 8- 1 8 or 

'H-NMR (CDClj) <5 : 2. 45 (3H, s) , 4. 14(3H, s) , 5. 28(2H, brs) , 6. 97(IH, s) , 
7. 1 2 (1H, dd, J=8Hz, J=2Hz) , 7. 20 (1H, dd, J=8Hz, J=6Hz) , 7. 33 (1H, d, J=8Hz) , 

7. 37 (1H, d, J=8Hz) , 7. 45-7. 53 (3H, m) , 7. 58-7. 69 (5H, m) , 8. 1 5 (1H, d, J=8Hz) , 

8. 37 (1H, dd, J=8Hz, J=2Hz), 8. 39 (1H, s) 
mm* 6(11) 

2- (1- (4-y)V^rU^.>V^)V) ~ 2-*^)V- 5 - (2-X)V^T ; E-r 

: m&mM •• - 

M: 16 9-17 1t 

'H-NMR (CDCI3) <5 : 2.54 (3H,s), 4.68 (2H, brs), 5.07 (2H,s), 

7.05(lH,dd, J=7Hz,"J=2Hz),7. 17(1H, dd, I=8Hz, J=2Hz) , 

7. 19(lH,dd, J=8Hz, J=2Hz) , 7. 25-7. 34 (7H, m), 7. 49-7. 67(5H,m), 

7. 77 (1H, dd, J=8Hz, J=2Hz) , 7. 79 (1H, dd, J=8Hz, J=2Hz) , 8. 1 2 (1H, d, J=lHz) , 

8. 15 (1H, dd, J=8Hz, J = lHz) , 8. 24(1H. dd, J=8Hz, J=2Hz) 

-mmm^-6-u-2-) 

2- (2-^^)1-1- (2-^)U^>'MM -5- (2-7^77^^ 
7xZJW OF— JV-3 — <£MMW. (fk^3 6 8) 

: 163-166t 
'H-NMR (CDC1 3 ) 6 : 2. 40 (3H, s) , 2. 50 (3H, s) , 4. 56 (2H, s) , 7. 02 (1H, d, J=9. 0Hz) , 
7. 1 8-7. 33 (4H, m) , 7. 45-7. 64 (3H, m) , 8. 1 5 (1H, dd, J=7Hz, . J=2Hz) , 
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8. 1 6 (1H, dd, J=7Hz, J=2Hz) , 8. 23(1H, d, J=8Hz) 
MMM 4 6 (13) 

2- (2-^^)1- 1 - (2-^^-3-7D-fjW -5- (2-^77* 

-i)iy^-)D -f>H-;p-3— r;ux;i>*-;w) (Yfc-^3 6 9) 

ft** : tEfii^* 

I&& : 139-141t 

'H-NMR (CDC 1 3 ) <5 : 2. 45 (3H, s) , 2. 52 (3H, s) , 4. 56 (2H. s) , 7. 02 (1H, d, J=9. 0Hz) , 
7. 1 8-7. 33 (5H, m) , 7. 45-7. 64 (4H, m) , 8. 1 5 (1H, dd, J=7Hz, J=2Hz) , 
8. 1 6 (1H, dd, J=7Hz, J=2Hz) , 8. 23 (1H, d, J=8Hz) 

mmm4 6 (u) 

2- (1- (3-7DU-2-^5 1 M>^;W -2-^^-5- (2-X 
i 3 7 0) 

: 220-2 2 3t 
'H-NMR (CDC1 3 ) 5:2.41 (3H, s) , 2. 45 (3H, s), 4. 82 (2H, s) , 7. 14-7. 34 (6H, m) , 
7. 50-7. 81 (5H, m) , 8.16 (1H, d, J=8Hz) , 8. 23 (1H, d, J=4Hz) , 8. 24 (1H, d, J=3Hz) 

mmm 4 6 (15) 

2- Cl- (2, 3-5?*7JW*>*M)V) -2-*?)U-5- (2-^7 7 

^^^i^) -f>H-;u-3— r;ux;i/^-;w £jb§k 7 l) 

'H-NMR (CDC1 3 ) 6 : 2.26 (3H,s), 2.35 (6H,brs), 5.26 (2H,brs), 7.08 (2H,s), 
7. 1 6 (2H, q, J=8Hz) , 7. 34 (1H, d. J=8Hz) , 7. 38 (1H, d, J=7Hz) , 7. 52 (1H, t, J=8Hz) , 
7. 57-7. 67 (4H, m) , 8. 1 5 (1H, d, I=7Hz) , 8. 34 (1H, dd, J=7Hz, J=4Hz) , 8. 39 (1H, s) 
fflL& : 147-149*0 

mmm4 7 <n - o> 
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mmm3 3 (i) tmmzvx, &tf<d ({^372) ~ (^374) £ 

HM0!I4 7 (1) 

2- ( 5 - ^nt- 2 - ^^;k > H-Jl/- 3 --I Jl/f £mM^3S^x7. 
=t)V iit^m 3 7 2) 

: ®.n&mm 

fifejft : 1 8 0 - 1 8 1 <C 

'H-NMR (CDCI3) (5 : 2.48 (3H,s), 4.00 (3H,s), 6.67 (1H, d, J=8Hz) , 
7. 09 (1H, dt, J=8Hz, J=lHz) . 7. 14 (1H, dt, J=6Hz, J=2Hz) , 7. 22-7. 28 (2H, m) , 
7. 61 (1H, d, MHz) , 8. 03 (1H, dd, J=8Hz, J=2Hz) , 8. 41 (1H, brs) 
^M&\4 7 (2) 



2- (5--/D ; e-2-^^;K>H-;i/-3— i)\rf-#) <£MMW. text 
- 7*?-)lJLZ. r)V (4t&m 3 7 3) • 

Hi : 7 9-81-0 

'H-NMR (CDClj) <5 : 1. 68 (9H, s), 2. 49 C3H, s), 6. 64(1H, d, J=8Hz) , 

7. 04-7. 13 (2H, m) , 7. 22-7. 29 (2H, m) , 7. 62 (1H, s) , 7. 97 (1H, d, J=7Hz) , 

8. 33 (1H, s) 
mMM47 (3) 

2— (-5^(-2^t-e-r-t-=^^;U^Jl/X^^ 

H-;i/- 3--r;HW ^ifi^>yinxf^ «b^3 7 4) 

: 2 2 2- 2 2 3. 5t " 
'H-NMR (CDC1,) <5 : 0. 84 (9H, s) , 2. 51 (3H, s) , 3. 56 (1H, s) , 5. 42 (2H, s) , 

6. 74 (1H, d, J=8Hz) , 7. 05 (1H, t, J=7Hz) , 7. 1 3 (1H, t, J=7Hz) , 7. 30 (1H, d, J=7Hz) , 

7. 35 (1H, d, J=7Hz) , 7. 37-7. 43 (4H, m) , 7. 47-7. 5 1 (5H, m) , 8. 05 (1H, d, J=8Hz) , 
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8. 13(lH,d, J=8Hz),8.67(lH, s) 
2- (1- (3-y^W$; - 2 - X?)W*>*M )V> -2-*3 L )U-5- 
K W fc-&4& 3 7 5) 

2- (1- (3-^^7$y-2-^5 L M>y<;W _ 2 -^^;p- 5 

0. 0 8g, ?SCI2 4ra g) HOBtl8Dig. Ift7>t~7A7 Omg, h 
'JX^7i>0. 2 2ml *rf7-k h*n77>2m 1 HjD^fit2 2 WISH 

l/>/^^/-^=2 0/l) fctfU ±Eft^£2 2mgffco 

: n&m* 

Bfc& : 135-137*0 

•H-NMR(CDC1 3 ) <5 :2. 27 (3H, s) . 2. 42 (3H, s), 2. 70 (6H, s) , 5. 24 (2H, s) , 6. 00 (1H, s) , 
6. 77 (1H, s) . 7. 00-7. 1 2 (3H, m) , 7. 20-7. 32 (2H, m) , 7. 48-7. 55 (6H, m) , 
8. 16 (1H, d, J=8Hz) , 8. 23-8. 40 (2H, m) 

5M©IftAU7AtO. 0 1 % hf7-r N>X- 1 0 0 ^#T-5 2 OmM h U 
Xi£@£lf» (pH8. 0) bt»*fcT5fiiB*-B:fc 

at^m^-^k h^T— tf^im^., 3 7fr?3o^H>=t ; a^-hL&. £ 

7x-^77->-p-"ha7z'J K$rJP^MfC3 7tT6 O^tflO^n^ 
-hLfc. S®Wl/T4D5p--hD7-'J>0^i$4O5 
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SMb£<»©ffi»£J!Effiu »flaa*ft*^&5 oxMssrii* (ic 50 ) £ 

Shujaath M^CZ)^^ (Shujaath M, el al., Biochem Biophys Res Commun 166 
(2), 595-600, 1990) O^fefcfleoTff ofc. £t\ 0. SMtfttHJ^AS: 

-^rrso. im hepes^ik^ (pH7. 5) \z. mm.&moM.mt&yit. 

a -^hU^>&ftlA3 7 t C"C3 Oftm-O^^-blsfc. ZLO>&* ti&M 
m.0. 5 mMO^-J&S® 7. ^ v-^-T^^lz-Z-^-^-yn 'JJl/-7x^7 
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1 



Ida WW^V 


Mfijtt IC 50 ( nM ) 


t h^v— if 
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(1) O^flftitTfffltS^. 
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1. &©-#5S(l) 
.R 



R s - R 4 „ 3 



R 1 



(1) 



R'tt^T^S, —COR 9 R'ttTKJfcJR^ IIS^LT^Tfej:^ 

riwum. -or 10 r^***®^ 7Wixii77^^i 

(itMStUTVitfe=k^l«75yS$^t) ) Xtt-S (O) n -R 12 

JUXtilM^t LT^T & ± Iri^-Sr D7U -;H6*wb, n « 0 ~ 2 <2gi£ 
£^lT) R 4 , R 5 > R 6 5:tKR 7 «(W|-xttM^oT^Tt>cJ;<, *3!ilSC 

^ iHS§fUT^T'b t k^7;Wi, «ttftttTUTfe«kH7;i4 = 

^*;Paj?n;i4S, 7;i^/^;i^ ^>\Af;«, lis^^UT 
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9. &3£(2) 




£tWl7 R'tt^TV -"COR 9 '(Cff 7?r R 9 «7K*M^ 
Tfcck^7;Wl'S, —OR 10 R ,0 te7KfHJlC^ 7J^M3<:tt7 7 
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(O) „-R 12 (CUT, R I2 «T;WPS, 1«35S*UT^T 
O-20S»SSt) *5«U R\ R 5 , R 6 RtXR 7 «|W|-X«S^^T^Tfe 

tiS^S^WbT^Tfectl'iv'^nT;^/ (fib, R 4 , R 5 , R 6 &oc 
R 7 (if5)P#{C7K^M^-e^^) . ] 
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